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m -(C)p-N- (CO)n- (l) 

00 
IT) 

OO (57) Abstract: A compound represented by the general formula (I) and a salt thereof: R ! -A-X-NHCO-Y-R 2 wherein R 1 is an option- 
ee ally substituted heterocyclic group or optionally substituted phenyl; R 2 is optionally substituted fused phenyl, optionally substituted 
phenyl, or optionally substituted thienyl; A is a group represented by the formula -(CH 2 ) t -(0) m - or (wherein R 3 and R 4 each is hy- 
^> drogen or R 3 and R 4 in combination form imino; R 5 is hydrogen or lower alkyl; t is 0, 1, or 2; and p, m, and n each is 0 or 1); X 

Ois optionally substituted phenylene or an optionally substituted, divalent, nitrogenous heterocyclic group; and Y is a bond, lower 

K alkylene, or lower alkenylene. 
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R 1 -A-X-N HCO-Y-R 2 

Tfect r;H, 

Ate5£ : 

"(CH 2 )t - (O)m- 

R 3 R 4 R 5 

\/ I 
-(C)p-N- (CO)n- 

p, m&^tXn te^n^ft 0 Xte 1 ^it*^) TTK^n^S, 

T 7K ^ n § ^ ^ #1 43 <fc ^ CD c 
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tFD^>b>J7h?^ (5-HT) SK#M^©^arSI4$#r§ff^ 
y 4»*B#ifim (CNS) (DWm ; n£^>, ;k 

5-ht 2 c s«#:stft^**"r*-fb^«i^'WiL^ a^#fFmjm(a 
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R 2 liSIMtbt^t* J;^7i^|, S&X£WbT^Tfc «fc 
-CCH 2)t-(0) m - 



Xfc* 



R 3 R 4 R 5 

\/ 1 
-(C)p-N- (CO)n- 
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R 1 — A— X— N H z + HOOC-Y-R 2 
(ID (III) 



75 Fffc^JS 



-> rt-a-x-nhco-y-r 2 



(I) 



&2 



^-C-S-R 6 + H 2 N-X-N HCO-Y-R 2 

II 

N H 

(IT) (V) 



-> RT-C-NH-X-NHCO-R 



2 



N H (Ia) 
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H 2 N-Ri + R 6 -S -C -X-NHCO-Y-R 2 

II 

N H 



(TO 



(¥11) 



-> rt-nh-c-x-nhco-r 2 

II 

NH 

(lb) 



R 1 — A— X - NHz + Cl-C-Y-R 2 

II 

o 

(II) (¥111) 



T 5 KffcKJb 

> R 1 -A-X-N HGO-Y-R : 
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R 1 — N H 2 + 



(VI) 



H - C-X-N HCO-Y-R 2 
II 

o 

(IX) 



-> R 1 — N H — CH 2 — X— N HCO-Y-R 2 



(Ic) 



mmm6 

R^C-H + H 2 N -X-N HCO-Y-R 2 
II 

O 



(X) 



(XI) 



■> R 1 - CH 2 - N H -X-N HCO-Y-R 2 



(Id) 
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^D(I). (Ia). (Ib). (Ic), (Id), (Ie), (I 
f), (Ig), (Ih), (Ii), (I j), (Ik), (II), (I 
m) , (II), (III), (IV), (V), (VI), (VII), 
(VIII), (IX), (X), (XI), (XII), (XIII), 

(xiv) , j3«tv (xv) (Dmmtem&mmo&m&'vmmmizft&'mtiz 
®Sn miter)]/* v&mm (mi^ thu^A^ ^u^Aig, 

TV^En^AJg ; W»tt*fc0Sx Mite, #$|T^>}g (flliltf; h'Jx 
U ; *^*;i/^>^x«x;v7^>^ft5n^ ($]£ 

&&&z.&m&7$;m mux, -r^^ny, T^^^^>m, 

1 75 M 4 fH © iil^ £ m p* T £ o 
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£?Ji& r«t*3»Sj tltll ^fUM^, H^M^s MU5^?&£©^5F 
fnitm#^Ss m « k n u ;k tn'j- ;k ^ * ^ \/ u ;k f 7 v* y ;k 

h'Jr/'JJP (^«4H-1, 2, 4-h'JT^U;K 1H-1, 2, 3 

- h »; 2h-i, 2, 3 - h >; rvry^&tr) > ^ h^/y;v (#i 

S*JK : ?175S4fli*^-rS3 75M8a (^L<li5Xli61) ©g&ffl 

v -r > k y ;k >r > k u -;k >r > k y ^-;k ^>x-r ^ *v <; ;k ^ b 

7tFD^>X-f ^V'J/K ^yi;-;K -fV^^U— ;K rh^tFP 

3r-y-u-;K 7^7j;rM 3H-^dd [l, 2-c] [1,4] a-^-y- 

^HM^ 1 1XH:2I*«J; VllM? 1 3 {@ £lttf 3 8 M U t> 
Sb<(i5X{i6I) ©^mm^WS. iiK?-7^'J;K *7VYV 
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>j;i> (^Ufcfl, 2, 3 1, 2, 4-?7^7yjiK 

1, 3, 4-^7WiJ^ 1, 2, 5-f7^7V*'JMJf)f ; 

^hm^ i xh: 2 ivssjRM^ 1 75s 3m^ts^fmmm^mm&, 

-f >tV [ 3 , 2 - d ] u )vm ; 

^M^ 1 lXi±2M* s «fct>*^il : ?l^S3M^^t?3 M81 («fc 

^*Jl^lXii2fE143J:t>^*ig : ?17^S3fia^^tf 3 75M8M (<fc D£? 

i^jn^ i x& 2 ffl*5 j:tfiin? i Tim sm^ts^mm^mmmM, 

;k #;w\Vj;k 2, 3 -^^D^>^y-r > k u;k 2, 

[b] *^r-fet:n;K 2, 3-^tFD^>^; [b] 9^t:n;K ^ 

iii? i 7^M4fia^^-r§ 3M8i (»$t<ii5x{i6i) coma 
mrnrn^- i ^M4M^^tf^ia^na&^^^ ai*.^ v >r > k y - 



WO 01/68585 



PCT/JPOl/01993 



12 

^V7n^rl/>, 1 -r^n U> N 2 t/> N 1 -^>^Pr:l/> N 

1 -^-fe-i/^j&s^fcf £>fru ^ti£>©4>-££Fi; bl^CDh bTfc£2 7}M 

^ntfi/x ^b^^5=-i/> N ^>^^<^i/>, ^s^-y-^^i^Vs 

r^p^^X :7*h^> s t-77^r^X ^V^l/^^ 4-^;i/^>^ 
^n^ N 7/Ptn, 3— Fft^f *>tL3) ^ h'Jnn (i&m) 7/V^;i,Sx 

rnyjk b fe ko&m-f £> ) x missis (^fe^^j^ b fc & (D&m-f k 

3) s ilT/v^y^M (^J^^\ T-fe^;K 7°n^y -oi^tf^if £ti 

§)>fSMT;V^y ^/P7^ y*(^J^.«\ 7tfJV7^ ^^W?>ri&)\ 



WO 01/68585 



PCT/JPOl/01993 



13 

ktu $fSb<i*^;v^-nx{*^nuds^(f e>n^), h <j;\n (fg 
(^M^bfc&o^W $>tu £ b < & b y 7/i/tn^ 

ffiKRTVl/^aE bfc (D&mf £ fta ) „ AD>f>* ($fcfcfc|jg* 

bfc*>©*s^tff>ns) s ©«RT;i/3^r^S (^fc^bfc ft 

flsiirtJ (I) ©^f^bv^^iJhbTtts 
R 1 $ W y ;i/ N h°U^;K -fv'^^U— ;k 5=-^^^> n 
^>v^Tv"-;v s t:'5?yy;K a-3f-iJ-\/y;K ^?n^>, ^ 

>X-f 5 #V-;K ^ > K i;;k ^ y^y U;K t^v^n;K h V TV* y 

*; - ;k f"7i^7 y y ;k ^ > x ^ y ;k ^ > w v y 
r 2 as 7 ;v^i/- ;k ^-^^;k -r>^y;K *;w^;ij;k 2, 3— >^ 

n^Vry^>F'J/K 2, Fd^W [b] ^-fctf^K 2, 

3 -yt FD-^>V [b] ?-xf^K bs 
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A #5$ : 
-(CH 2) t - (0) m - 

R 3 R 4 R 5 

\/ I 
-(C)p-N- (CO)n- 

tii0 3 lXli2, 

R 1 AJ7i-;i/S, l^S3{@CD«7 > ;V ;3 r;V*^*-r^M^il^ 175M4 
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R 3 R 4 R 5 

\/ I 
-(C)p-N- (CO)n- 

R 3 ££t5R 4 Mt^ot^;S« 
R 5 

pA s 1 N n ft* 0 N 

X ft* i 3 ffl©;\ D 7 >j$ £ lFfil7/V n ^ ^>*^^-T £ 7 ^ - >X N 
Y ^S^rX« tmi/>T^£*i,3 <b^rU*5 J: 0* ^ ©^^^ ^ ^ 3 0 

Sl^ 1 

S^b-^t; ( I ) x^^©^tts <b^tJ (II) 'fb^rt; ( I 

oOS^iilf, tKs ;k ;k 7n;V-/K 

^bp<^i/>, uit^vy^ t°u^>^ ^ 

=3r;i/T^> (^Jillf'Jx^V7^>ftir) , b°U^>, ^f/V7^t 

'jy^ n- (i&m) T;v^;i/^;i/^u N, N-s? 
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N' -^e;v^u y 5. K ; N-^n^^V-N' - (4 

^ N, N 5 -sm v^n b°;v^;i/^^^ 5. h\ ; N-^^;i/ 
-N' - (3 y 7D^;v) ^ h\ 1 -:n^;i/- 

3- (3-^^^;i/7^7°Db» $ K ; N, N 5 -#;vtfc- 

;i/tfx- ( 2 ^ VJ— )V) ; ^>^^^b>^^>-N-->^D 
^S^W ^ > ; ^7i-;i/^T>-N-i/^n^JW ^ > ; ^ h^> 

; 1 -T^i/n^- l -^nnxf i/>;ffi'j >^ b ij ; 

'jfix^ji/ ; *° u j*£>r v7d t:;v ; **^j&fb0¥ (*^b*;x* >; ;p) ; 

^vMM1&Wi.'r)i3r)\s (iil^DDlix^K ^nn»V7*D^v 

*W U «i7 ; 2 -rc5f-;i,- 5 - (m-X;i/*7 ^fvW^'J 
^At KD=^> h* • ; h V T"J—JV- 1 --Cll-X^i/- h 

^^^AA^7^D*i/77-h ; 1- 
(p-^DD^>-t? ;i/^-^r^>) - 6-^DD-l H-^>V h U 

Bmfc&m (I a) 3Ll±^(Di&l±, fb^rtJ (IV) X&^©jM£, Ibi^rtJ 

(v) x^^omh^jis^^ m^mzwr^^hiz^iomm^^^o 

b/V7/l/^-JK 5P;K rh7tFD77>, N, 
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Yb^u>, mt^\yy^ mm^ji, h°y^> N h u^^r^ ^ 
aati-fb^ (ib) yu±^(Dm±, (vi) xa^os^^ ib^rtj 

(VII )xtt^oi^j6$t N Hfr&HJfe fcft-T & £ £ t J; t) SlJiTf § 3 o 
@#Hbilrt/ ( I ) x&^©±M«s fbiirtJ (II) Xfcfc ( V 

o 

5©^ Sjfeifr&^tfKJ&aM*! 1 (0S*.«»8k MJ&$aft*S0 {±M^1© 

BftMb^rt) (I c) {b^ (VI) xfc**©^^ Ib^tJ 

(IX) XI±*©SfcSJft;^*£fcfc«fct>SaB^£3o 
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mmm 6 

umt&m (id) x\^om±, (x) xit^om.^, K&m (x 
stasis 7 

Bmih&® (if) xit^vmt, ih&w (i e) xi±^(DU^7Kmmm 
^(D^m^mm(D^my.mkmcomMm 1 0 0 izmtttm-ettiDtiZo 
uwjfc&m dh) xte^amt, ih&m (ig) x&^©m£7jcst»i 

i: iz «fc t) gBfe § a o 

^©^^(±s'M©^^x^^cd^»j 1 0 8 izm^tc^mmiDti^ o 

BetKb^rti (I j) Xfc**©jHfci\ fb^t) (I i) X«^©^&7j<lli«] 
tftt^u iz «t b # & o 

StiSSfe 1 0 

@#Hb£rtJ (Ik) xtezomz, fc&m (XII) x\±*<D&&ib&® 

(xi 1 1) xte^cDi&hRmz&zztiz&bmm-egZo 
mmm 1 1 

Emits® (ii) x&^cD&yu <b^t; (xiv) x.i£*<DM%ft l &m 

(XV) t>S£n?§*o 
MtUSc 1 2 

B«Hb£'«l (Im) xtt^©^^ tfs^rti (II) <Di&*WffiWtf- 
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nmm (cns) mm ; -n^v^rj^ov^r 

(DMMmm%&T Izmir o 
[ 3 H] -^x^-^>^ 

tSi^tlSo s^JX (Pazos) ^taot, 198 
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mmmm (5 oo^d § c 3 h] -*x^-^> (inM) t&iz, m 

(pH7. 4)T*3 7°CT*3 0^#lfc,^^|±^7>*iJ> (1 
julU) ©#:£T^$J^£tl3o 30nM©7^D>i^5-HT 2A ^ 
©^%B5ih"r5fe«)(c:fflVN^tl«.o SSifcfls-£rtf (10" 6 M) (±100/66 

— SMV^TlftSifiDfllCcfc t>$ITl^ Strife I/ — ^a>fh«9St 

(a) (3E)-N-[3 - (-T ^*V—;i/- 1 — f;i/) !7x.-;i/] - 4- 
7x-^- 3 -zfy^yy^ F 





gg$^ (%) 


(a) 


8 2 



* i: b x r % mm © mmmm mm -cmm r % c ^ # r» ^ * e 
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-te?^>, ^^^>, ^ft^fflk ^"U-^fi, %lJ*m&&Tf 

{b^u (i) ©js#«tt N m#©^i**«t^jR N ^lom affl^n 

Zfo^m (I) ©ISCJ: D^fb tSo — JftfcfcJu -BfefeN. Olmg 
£>£>$}5 0 OmgSgASIfCM^nSo fciu $BUJ3©Bfl<rtb 

^rt) (I) # N ^~\E\^mmO. 0 5m g N 0. lmg. 0. 25m g. 
0. 5mg N lmg N 20mg. 50mg s 1 0 Omg bti^f>tl§ 0 

sir, m^m^o^ummm^m^x, ^mm^^^izmm^mmr^o 
mmm i 

[3- (^^^;i/7U7DWv) - 3 ^ k • wm&. 

Mik^T-uxDm^z, mux— B&i*#bfco 

M^;vt#?ku ^?K> (3 0) s 7lc, fM'fbth'^A 

Sii^;^^Si B B B l, N- (3--fD7xr;v) 7x-;i/7th7 

mp: 133-134 °C 

IR(KBr) 13 2 4 2, 1657cm- 1 

MS : 2 5 7 (M+ 1 ) 

NMR (DMSO, 6) :3. 70 (2H, s), 7. 20-7. 38 (5 
H, m) , 7. 60 (1H, dd, J = 8. 2Hz, 8. 2Hz), 7. 8 
8-7. 95 (2H, m), 8. 63 (1H, dd, J = 2. 1Hz, 2. 
1Hz),10.66(1H, br s) 

N- (3-rhD7x-;V) 7xr;V7-fe h7^ h\ Wiffii, mhT>^- 
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&M4h±h vt>&7kmmzmffiLtzo ^iu (2 

HI) o ^fe-frfeW^U^fiJKKv^^i/^A-C^^^ ^^^*bfeo is 
V i3 f )V DY h^7^ — (^b^l/V/^y— 

t) tiiu ^-c^^y-^sieau n- (3-7^7x-;i/) 

mp: 141-142 °C 
IR(KBr) :1678cm- 1 
MS : 2 2 7 (M+ 1 ) 

NMR (DMSO, 6) : 3. 58 (2H, s) , 5. 03 (2H, s) , 
6. 23 (1H, d, J = 7. 8Hz), 6. 68 (1H, d, J = 7. 7 
Hz) , 6. 80-6. 96 (2H,m), 7. 18-7. 42 (5H,m), 
9 . 8 2 ( 1 H, s) 

tgM^St : 

nmm+ (H 2 0) 1/5 :C ; 73, 15,H;6. 31, N; 12. 1 
9 

:C;7 3. 3 7, H;6. 17, N; 12. 26 

mmm 3 

mp: 162-164 °C 

IR(KBr) : 3 3 5 4, 1 6 8 7, 1 6 2 7, 1 5 5 0 cm -1 
MS : 2 6 9 (M+ 1 ) 

NMR (DMSO, 6) : 6. 82 (1H, d, J = 15. 8Hz) , 7. 
40-7. 58 (3H,m), 7. 60-7. 71 (4H, m) , 7. 91 
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-8. 03 (2H.ni), 8. 76 (1H, dd, J = 2. 1Hz, 2. 1 
Hz) , 10. 72 (1H, br s) 

mmm 4 

MS : 2 3 9 (M+ 1 ) 

NMR (DMSO, d) :5. 09 (2H, br s) , 6. 28 (1H, 
d, J=7Hz) , 6. 77-7. 04 (4H, m) , 7. 35-7. 68 
(6H, m) , 9. 87 (1H, s) 

%kmm 5 

1 - 7)]/*u- 3 - a— F-5-rhn^>€> (2. 45g) N 1, 2 
-i^^;W ^ #V-;V ( 1 . 7 7 g) s U^A (2. 54g),S 

WLK^Vttl* (II) (10 3mg) SVN, N-i?^WA7^ h* (6 

omi) <Dm<a>m%mwTiz 1 4 o°ct i 4^m^bfe 0 #ap». Kmm 
sm%7k ( i o omi) mm^-^-^ doomi) -e2mamb 

feo iM^^rfct, 7K (2 0 0ml) t* 20 t^M?K (100ml) X*m 

7 -f fc «fc D *tM U ^b^i/V-^^TVVn — ;i/-c$8£Bb> 5- (3- 
7J]s#U- 5 h D7i^V) -1, 2-^^fJl/-lH-^^^;-Jl/ 
(1. Olg) %*H&3B£fcbT*#fco 
MS : 2 3 6 (M+ 1 ) 

NMR (DMSO, (5) : 2. 37 (3H, s) , 3. 62 (3H 3 s) , 
7. 17 ( 1 H , s ) , 7. 8-7. 9 ( 1 H , m) , 8. 0-8. 2 (2 
H, m) 
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mmm 6 

5- (3-7;Vtn-5--hD7ir;i/) - 1 , 2-V 1 H- 
^ ^V-/i/ (4 0 0mg) ©p<^;i/T;i/3— ;i/ (5ml) itt^h'j^ 
2±*Y*isY J~)V(D2S%mm (1. 6 4g) SMfeoiMl 

*»«ET4 4KffflJp»bfco #SJ«U £Ufom&m%7k (3 0ml)^t^ 
Wm^*)l (3 0ml) (3 0ml) bfco Mlfe 

mmm © mm itaisfts ' ^ y ^ n t h ^5 7 -f c 

«fct)*t§iU l{b^fi/>-^^i/7;i/n-;vt'iH}U 3- (l, 2-^ 
^^-lH-^^V-/l/-5-f^) - 5 h D7ir^ (^^;i/) 

(2 2 omg) ^m^mthrmtzo 

MS : 2 4 8 (M+ 1 ) 

NMR (DMSO, (5) : 2. 37 (3H, s) , 3. 59 (3H, s) , 
3. 93 (3H 3 s) , 7. 08 ( 1 H, s) , 7. 4-7. 5 (1H, m) , 
7. 6-7. 7 (1H, m) , 7. 7-7. 9 (1H, m) 

7 

3 - (1, 2-i;^^l/-lH-^f>^;-;V-5-^jV) - 

(^;v) (2 0 8mg) s Mttj^ (3 1 2mg) £y=- V 

7t fd77> (3. imi) (Dm&mizmtm-m - 6 7 j<in^i (2 img) 

ttF7^>- l7kf0% (0. 3 1ml) fcflnitfco ^©^tJ^8 0°CT- 
m^JV (4 0ml) tffb, (20, #3 Ornl) h^kMM (2 0 

m i ) -emw b 7c o b fc^M is t> a -cf&m u mm b £ 0 

$t$l£©3&J&£S*b^ 3-(l 5 ^y-;i/-5- 
>f - 5 > (18 6mg) ^itLTUfco 

MS : 2 1 8 (M+ 1 ) 

NMR (DMSO, 6) : 2. 32 (3H, s) , 3. 49 (3H, s) , 
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3. 68 (3H, s) , 5. 20 (2H, br s) , 6. 0-6. 3 (3 
H, m) , 6 . 7 4 ( 1 H, s) 

mm.M8 

h >; yjv^rumm (8. Og) §2-7"Dt-6-^DD-4-rfn7 
- U > (10. 0 g) ©N, N-y^WM7^ K (80ml) *K * 
USth'J^A (2. 8 8g) ©zK (5ml) fficftl;^ m^flfz 

1 g) &#d;^ e> t: 1 Rtnaafc #u ^*E©$B-£$j£g^^;i/ ( 4 0 0 m 

1) h?K ( 3 0 Oml) ©Ha-C^iBL&o ^UfcWttUl* 1 Nlit (2 
His # 2 0 0 m 1 ) N 7j< (200ml) StrffifilAffi* (10 0ml) 

^V>-emm\s, 3-7*n=E-5-^nD-hD^>-g> (2. 5 g) ft 

NMR (DMS O, cJ) : 8 . 29 (1H 3 d d, J = 1 . 8Hz, 1. 8 
Hz), 8. 32 (1H, dd, J = 2 . 0Hz, 1. 9Hz), 8. 38 
(1H, dd, J = 1 . 9Hz, 1. 8Hz) 

mmm 9 

WW^Vt?^ (II) (119mg)t:3-^D^E-5-^DD-hD 
^>-€> ( 2 . 5 g) N 1 , 2 -S>**-;W * (2 . 03g) M 

U >>A (2. 92g) ©N, N-i?^fMM7s h* (5 0ml) 

^izmutm^ nbtiftn&teMWL* i 4 o°c-e 3mmmiWistzo rn.rn.iz 
&i&m&®&& (200ml) hwm^)\y ( 2 0, # 1 0 0 m 1 ) 
l fee mmm^to&s 7& (2®, #1 oomi) h&m&myk (1 

OOrnl) BKtt-T^S'^A-eSfcjftU Illfeo 
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^ITl^Sti 5- (3-^?Dn-5 

-- hD7xr;p) - 1, 2-V*3 L )V- 1 H--f ^ VJ-JV (1. 53g) 

MS : 2 5 2 (M+ 1 ) 

NMR (DMSO, 6) : 2. 3 7 (3H, s) , 3. 61 (3H, s), 
7 . 17 (1H, s ) , 8. 00 ( 1 H , dd, J = 1 . 7Hz, 1. 7H 
z) , 8. 17 ( 1 H, dd, J = 1 . 9Hz, 1. 7Hz), 8. 22 (1 
H, dd, J = 2. 0Hz, 2. 0Hz) 

mmm i o 

5- (3-^DU-5-r:fD7x-jl/) -1, 2 - V * 1 H --f 

^ ^V— (13. 6 g) CD^^y— ;i/ ( 2 7 2ml) t.7k (136ml) 
h(DU^mmzmkTy^=-t> 2± (l. 4 5g) N -te^-f h (2 7g) hi* 
*&(9. 0 5g) §7 0°CT*ii#b&#*>;bB;tfco ISTt#§2^ilt 
feo M)foMl^«tfr*PU ( 5 0 0ml) -£#f£U hT* 

$t$!£@3ebfco #£>tlfcaM£ 1 NiMS£ ( 2 0 Oml)«U 

mk*^]/> (3m N #i o omi) f^u i N^man- v u ^a^m 

•CTVl/fcUttfcU m{b*?U> (3H1, #1 0 Oml) «lfeo w« 



B^tf. ^Ki^lz-i-r^-CWbs 3-^DD-5 - (1, 2-^ 

^f-/i/-iH-^^;-iv-5--fjv) T-u> (4. 8g) *mn&i& 

MS : 2 2 2 (M4- 1 ) 

NMR (DMSO, 6) : 2. 32 (3H, s), 3. 50 (3H, s), 

5. 53 (2H, br s), 6. 5-6. 6 ( 3 H , m) , 6. 81 (1 
H, s) 
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mmm 1 1 

3 h D^>X7;Vrt K (3 0 2mg) , 4-T^y-2-^DDtf 
V¥> (3 0 8mg) tN, N-^^^;i/^/l/A7^ F (10ml) (DU^ 
t)i3 N jft#T^U-e^^-r>A (IV) ^fV/D^^F (8 5 2mg) & 

F (2. 12g) ^^n^s ti#£7 Bl^ttfco #£>*i;£M 
$iM)^Sii^K 2 0ml )-£#!RU 1 NyJc^b^- h V t> A«( 2 . 
lml) T^SPU 3 0«#lfco £j£bfc$fcjg$l£$S3fb't\ 
7j< (3ID, #2 0ml) T^^bfco MbfeMMi^^^^At 

T:$»U N- ( 3 -=. b d^>s?;v) -N- (2 -^nn-4-t°u^;i/) 

(383m g) ^ihbTHfeo 
MS : 2 6 4 (M+ 1 ) 

NMR (DM SO, 6 ) :4. 52 (2H, d, J = 6 . 2Hz), 6. 4 
-6. 7 (2H, m) , 7. 5-7. 9 (4H, m) , 8. 1-8. 3 (2 
H 3 m) 

mmm 1 2 

N- (3-nhD^>^;v) -N- (2 -^DD-4-fc!U^;i/) 
(2 6 4mg) „ ^t7>tr^A ( 2 7 mg) „ xf-;i/7/l/3-/l/ ( 5 m 
1) ^ rh7hFn77> (2. 5ml) t?K ( 2 . 5ml) ©tl^^-fe 
^-f h (2 7 Omg) ( 1 6 8mg) 7 0 0 CT*ii# bfco ffl 

#§2KpK)a«6Tif^ttfco MM^^^b, M^^l/ (2 0ml) T 
#IRU t5>f f^Ilfeo (2®, #3 0ml) h&M7k (2 

0ml) T*$G#bfeo ^bfeW^JiSSfE^v^^^A-elg^U 3t?ib 
fco 3f?$©}g$££®5feU N- (3-T^y^>^;V) -N- (2-7DP 
-4-t°U^;^) (2 5 0m g) £f#fco 
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MS : 2 3 4 (M+ 1) 

NMR (DM SO, <?) : 4. 16 (2H 3 d, J=5. 8Hz), 5. 0 
6 ( 2 H, br s ) , 6. 3-6. 6 ( 5 H, m) , 6. 97 ( 1 H, t , 
J = 7. 6Hz), 7. 39 (1H, t, J = 5. 8Hz), 7. 79 (1 
H, d, J = 5 . 8Hz) 

mmm 1 3 

' 5 -7)]/*U- 2 Y^t/^y-^yti)\y^^tT^ K (4. 04g) 0 
T-fe h > (22ml) 3 ^fti* ( 2 . 71ml) 

Snx.feo ^I§-l!feW#l&o IBs ^vroKM-f^ (2 2ml) 
^JP^s 4g|bfe»^ttb, y7n^ji/x-T;i/ (3 UK §5ml) 

~h • 3^b*m^JS (6. 2 6g) Sfg^J:Ut#fco 
mp : 122-123 °C 
MS : 2 0 0 (7 >;—#:+ 1 ) 

NMR (DMSO,S):2.70(3H,s),3.37(2H,br s), 
3. 86 (3H, s), 7. 29 (1H, dd, J = 9. 2Hz, 4. 3H 
z) , 7. 4 3 -7. 5 3 (2 H, m) 

mmm 1 4 

N- [3- [ T^y] 7xrjl/] - 2 

h^^»tA7^ F (0 . 7 5 g) fc N Siif;i/4'4Nli (10ml) 
^iO^fco -^^tlMETitx^;v (10 0ml), 1 N*BMb:J- h U 
£A (5 0ml) ^in^fco W#Ui£#3lU *K-fh± h U ^ACD^VVjc^f 

**ii©*&&@3cu iixf;i/-i?x^i- ^^ip&siiesu n - ( 3 

-7U7xxjV) -2 F^»7tAT^ F ( 3 3 9mg) £ft€if£ 
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mp: 137-139 °C 
MS : 2 6 9 (M+ 1 ) 

NMR (DMSO, 6) :3. 88 (3H, s) , 5. 08 (2H, s) , 

6. 27 ( 1 H , d, J = 8 . 1 H z ) , 6. 75-7. 14 ( 6 H , m) , 

7. 39 (1H, dd, J = 7. 1Hz, 7. 1Hz) , 7. 55 (1H, 
d, J = 7 . 6Hz), 7. 76 ( 1 H, d, J = 1 5 . 8 H z) , 9. 8 
4 ( 1 H, s ) 

mmm 1 5 

N-(3-i/7;7x-jP)-2-^nn^>tA7^ F(10.19g), 
^T-b h7^M13. 5 g) N (18ml) RTf4NffiM ( 1 

8ml) <D V 1 0 0°C"P3 0^liBiD#fcbfco * 
tK (4 0 0ml) 3 O^lftllft, ^lfcttl6«*jiau 

7KT^#bfeo mt^9-\y> ( 5 0 0ml) 'J-ttU, limbs •€ 

tifr t> p< ^ y — j]/ (i omi) ij-ttcu ML, ;i/ (2 

(Us 3-5 ml) "CBfe^U N- [3- (T 5. J 7i^JI/] 
-2-7DD^»tA7^ K (8. 1 3 g) ^^Mihbtllfeo 
mp 195-197 °C 
MS : 3 3 9 (M + N a) 

NMR (DMSO, 5) : 6 . 91 (1H, d, J = 1 5 . 6 Hz) , 7. 
35-7. 60 (5H, m), 7. 73-7. 95 (3H, m), 8. 19 

(1H, s), 9. 52 (1H, s), 9. 90 (1H, s), 10. 50 

(1H, s) 

St#tt + ( H 2 O ) o . 4 : C; 59. 31, H; 4. 29, N; 8. 65 
:C; 5 9. 37, H;4. 14, N ; 8 . 66 
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mmm 1 6 

U>TJ8LWL ( 3 6 5mg) , 4-y^W^Kijy> (12mg) s ^ 

x$mh*3-vy (5ml) omwm^ 1- [3- (^5f-;i/T^ y ) rn 
bVl/] - 3 -^m* % Y - MmiM. ( 5 7 5mg) ^MUHM^tc 0 

-HWlfeo ftiif;K5 0ml) tfl^U 0. 1N«M(3 
[Us =&2 5ml) U ^V^T-7j<^illfa^7K^± h U ^AtK^M ( 3 Hk =§- 
2 5ml) RZF&m.yk'Zm&L, «Y^i/t)A t «U i*j&U « 
^^*U N- [3- [ (a7far^A;V«) T^y] 7rc-;v] 
-2-^Dni/>tA7^ K (0. 7 7 g) §fifiMl!li:bt^o 
MS : 3 1 7 (M— C 4 H 8 + 1 ) 

NMR (DMSO, 6) : 1 . 48 (9H, s), 6. 91 ( 1 H, d, J 
= 15. 6Hz), 7. 07 (1H, d, J = 7. 7 H z) , 7. 19 (1 
H, dd, J = 8. 1Hz, 8. 1Hz) , 7. 40-7. 65 (4H, m) , 
7. 71-7. 77 (lH.m), 7. 85 (1H, d, J=15. 6Hz), 
7. 86-7. 89 ( 1 H, m) , 9. 40 ( 1 H, s) , 10. 27 (1 
H, s) . 

mm'i 1 7 

N- (5 - 7^ 7 - 2 -7jl/^n7i-jl/) - 2- 7UDi/>tA7^ F 
mp: 184-185 °C 
MS : 2 9 1 (M+ 1 ) 

NMR (DMSO, 6) :5. 00 ( 2 H, s) , 6. 24-6. 34 (1 
H, m) , 6. 9 1 ( 1 H, d d, J=ll. 0Hz, 8. 7 H z ) , 7. 
12 (1H, d, J=15. 6Hz) 7. 30-7. 40 ( 1 H, m) , 7. 
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41-7. 50 (2H, m) , 7. 52-7. 59 (1H, m) , 7. 72 
-7. 79 (1H, m) , 7, 85 (1H, d, J=l 5. 7Hz), 9. 
7 6 ( 1 H, s) 



WrMm+ (H 2 O) 0 . 2 : C ; 6 1 . 2 1, H;4. 25, N; 9. 52 
: C; 6 l. 13, H;3. 99, N ; 9 . 38 

m&m 1 8 

N- [5- [ V**/ T^y] - 2-7/l/tn7xr: 

;V] - 2-^DDi/>tA7^ I* 
mp : 203-205 °C 

MS:335 (M-C 4 H 8 +1), 291 (M-BOC+1) 
NMR (DMSO, 6) : 1. 48 (9H, s), 7. 04-7. 21 (3 
H, m), 7. 40-7. 49 ( 2 H, m) , 7. 53-7. 60 (1H, 
m), 7. 73-7. 80 ( 1 H, m) , 7. 88 (1H, d, J = 1 5 . 
7Hz), 8. 25 (1H, d, J = 7. 7Hz), 9. 41 (1H, s), 
9.99 ( 1 H, s) 

(H 2 O) 0 . 2 : C; 6 0. 90,H;5. 2 1, N; 7. 10 
i^BUlfi :C; 6 0. 8 7, H; 5. 01, N; 6. 98 

mmm 1 9 



MS : 1 2 7 (M-BOC+ 1 ) 

NMR (DMSO, 6 ) : 1. 45 (9H, s) , 5. 00 (2H, s) , 
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6. 60-7. 20 (3H, m) , 9. 01 ( 1 H, s) 

ffi¥ft + (H 2 O) 0 . 5 :C; 56. 16, H; 6 . 85 3 N;11. 9 
1 

mmm :C; 5 6 . 2 9, H;6. 52, N;ll. 83 

mmm 2 0 



4 - (1, 3 )]/- 4 -JJl) »;> 
mp : 9 3 - 9 5 °C 
MS : 17 7 (M+ 1 ) 

NMR (DMSO, d) :5. 28 (2H, br s) , 6. 5 6-6. 6 
4 (2H, m) , 7. 62-7. 68 (2H, m) , 7. 73 (1H, d, 
J = 1 . 9Hz) , 9. 08 (1H, d, J = 1 . 9 H z) 

7cMfr$r : 

Steffi : C ; 6 1. 34, H; 4. 58, N; 15. 89 
mmm :C;61. 29, H;4. 53, N; 15. 89 

mmm 2 1 

EiSftfbU > (6 . 6 6 g) N V^r^y (75ml) RUN, N-S^^- 
K (3 0ml) ®M§Ii#ffl^T 1 iiS^^CIIL 
fee Mfe^tJ^^ffi^Lfeo ^cd^m©H^cd— £ 2 -r/n^e- 

i- (4-^hD7xrji/) ^^y> (i. 2 2 g) izto?Ls mzntemm 
& lmmm^tzo m^n^mis, tk ooomi) £#niu 

^>^A (5g) T^fObfeo lBtF^^bfeM^l^iimb, 7k (3®) 
-C$fe#U 4- (4-- h0 7ir;v) - 1, 3_^ T ^_ ;1/ ( ls 0 3 g) 



WO 01/68585 



PCT/JPOl/01993 



33 

MS : 2 0 7 (M+ 1 ) 

NMR (DMSO, 6) : 8. 2 3 -8. 36 (4H, m) , 8. 54 (1 
H, d, J=l. 8Hz), 9. 29 (1H, d , J = l. 8Hz) 

mmm 2 2 

4- (1, 3 ;V5 -<f)V) 
MS : 16 1 (M+ 1 ) 

NMR (DMSO, 6) : 5 . 45 (2H, br s), 6. 58-6. 6 
6 (2H,m), 7 . 30 (1H, s), 7. 34-7. 39 (2H, m), 
8 . 2 5 ( 1 H, s ) 

TtMfr'ftt : 

mmM+ (H 2 O) 0 . 25 :C; 6 5. 6 4, H; 5. 20, N; 17. 
0 1 

JWffi :C; 6 5. 53,H;4.97,N;16.85 

MMM 2 3 

4- ( 1 H — tf ^ V — ;v— 1 — T-iJ> 
MS : 16 0 (M+ 1 ) 

NMR (DMSO, 6) :5. 20 (2H, s), 6. 42 (1H, dd, 
J = 2. 0Hz, 2. 0Hz), 6. 58-6. 67 ( 2 H , m) , 7. 3 
7-7. 46 (2H,m), 7. 60 (1H, d, J = 1 . 5Hz), 8. 
18 (1H, d, J = 2 . 4Hz) 

mmm 2 4 

t°^V — ;i/(0. 8 2g) , 4-7MD-l-^hD^>^> (1. 4 
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1 g) > MWtiJ l> £A ( 1 . 66g) J&UN, N-^^^*;i/A7^ F ( 2 
0ml) (Dm&m* 1 1 0 o C-t!4^P^»bfeo ftm£, ?K (lOOml) 

#t&v^o ib#ib«u &mvit&mm&*mv, tkt-^u i- u- 

- hD7x-jl/) -lH-tf7^;-;i/ (2. 68g) S^StfeilgailbT^ 

fee 

MS : 1 9 0 (M + 1 ) 

NMR (DMSO, 6) : 6. 67 (1H, dd, J = 2. 6Hz, 1. 8 
Hz), 7. 89 (1H, d, J = 1 . 6 H z) , 8. 08-8. 18 (2 
H,m), 8. 32-8. 42 (2H,m), 8. 74 (1H, d, J = 2 . 
6 H z) 

mmm 2 5 

P±lJ]y^>m^m ~m ?^)\s (7. 8 6g) N 4-7MD-3-rhD 
T-V> (4. 6 8 g) Mr h7tFD77> (6 0ml) iM3HS 
MIL il^SSL^ ^'JA^V^^fc*7A^DYh^77>f-H 

-3-rhD7irM;w^^h (9. 0 8g) §tMIJ:bT||fe„ 
MS : 15 7 (M-BOC+ 1 ) 

NMR (CD C 1 3 , 6) : 1 . 53 (9H, s), 6. 62 (1H, br 
s), 7. 21 (1H, dd, J = 9. 0Hz, 9. 0Hz), 7. 61 
(1H, ddd, J = 9. 0Hz, 3. 1Hz, 3. 1Hz), 8. 14 (1 
H, dd, J = 6. 4Hz, 2. 8Hz) 

mmn 2 6 

2- (4--hD7i^Jl/) -2-^VxfM;VA7^ b* ( 0 . 6 4 
g) s h;i/m> (10ml) , frXft 1 ? X**$/m<h%l (2ml) (Dm&M 
*lWfH»«!Ebfco #r*PflL 'RS^/JoK (10 0ml) £#D;ls Mittf-l/ 
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y ( 2 0 0ml) fcflD;^ *(D&R.W& U ->AT*tIbfeo #»Jl*#Bl.U 

itlllU ^ffci.*^- — ;i/T$§fcHU 5- (4-^hD7ir 
;V) -1, 3-;*-^\/-;V (0. 50g) ^iglhLt^fco 
MS : 1 9 1 (M+ 1 ) 

NMR (DMSO, (?) : 8. 01 (2H, d , J = 9. 0 Hz) , 8. 0 
3 ( 1 H, s) , 8. 34 ( 2 H 3 d, J = 9 . 0 H z) , 8. 62 ( 1 H, 
s) 

m^m 2 7 

[2- (4--hn7ir;v) - 2 - t^vx^] 

h* (0 . 80g) cDp<^y— ;V (1 5ml) $ h 

U 2- (4--hU7 -2-t^rVxfj^A7U* (0. 6 

6g) ^n^m^tLxmtco 

MS : 2 0 9 (M+ 1) 

NMR (CD C 1 3 , 6) : 4. 86 ( 2 H, d d, J = 4. 6Hz, 0. 
8Hz), 6. 62 (1H, br s), 8. 11-8. 20(2H, m) , 
8. 33-8. 41 ( 3 H, m) 

mmm 2 s 

2-^D^-l- (4-nfD7xr;v) J y (2. 4 4 g) 0N, 
N-^^^ji/^i/A?* h* (10ml) *«fc N g$&Tf$>*;i/^;W ^ F • 
th'J ( 0 . 9 5g) ^Jn^-fco lKp^m#bfeo 7j< (10 0ml) 

4>£&^ N ffix^-^ (10 0ml) £iD>L 3 3fflSJl£#iBlU 7K (2 0) 
"C^U U liY^^>7AtSiU III, 
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mzm^vrzo mm^jv (5 mi) t^nm^v, [2- u- 

- hD7ir;i/) - 2 -^Vxf;P] */H7^ h* ( 0 . 8 3 g) 
MS : 2 3 7 (M+ 1 ) 

NMR (CD C 1 3 , 6) : 5 . 12 (2 H, s) , 8. 14 (2 H, d, 
J = 8 . 9Hz), 8. 38 ( 2 H, d, J = 8 . 9 H z) , 9. 05 (2 
H, s) 

mmm 2 9 

4- (l-^^-lH-f^r;-;i/4-Y;v) 
mp : 168-179 °C 
MS : 1 7 4 (M+ 1 ) 

NMR(DMSO, 5) : 3. 6 3 (3H, s) , 4. 9 8 (2H, br s) , 
6. 52 (2H, d, J = 8. 4Hz), 7. 26 (1H, d, J = 1. 2 
Hz), 7. 38 (2H, d, J = 8. 4Hz), 7. 49 (1H, d, J 
= 1 . 2 H z ) 

TtMfrffi : 

Wrmm+ (H 2 O) 0 . i 6 :C; 6 8. 28, H; 6. 47, N; 23. 
8 9 

:C; 6 8. 24, H ; 6 . 35, N; 24. 02 

mmm 3 0 

4 - (4-^bD7ir;v) -1H-^^ W-JV (2 . 3 4 g) ©N, 
N-i?^M;i/A7; K(2 5ml)«,»^A(l. 7 1 gK 
^®l3-){^^ (1, 5 6ml) ^iJP^feo ^m^4l$IHJ£#Lfco tR 
7k ( 3 0 0ml) (fi|:^«„ 3 Mb> zfO?$ft#U J&SSU 1 
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-*^;i/-4- (4-^hD7x-;i/) -iH->f^^;-M?|fiigiJ: 

mp: 185-187 °C 
MS : 2 0 4 (M+ 1 ) 

NMR (DMSO, 6) :3. 72 (3H 5 s) , 7. 76 (1H, d, J 
= 1. 1 H z) , 7. 92 ( 1 H, d, J = 1 . 1 H z) , 7. 95-7. 
99 (2H, m) , 8. 19-8. 25 (2H, m) 
^cM^ff : 

mmm+ (H 2 0) g . 25 :C ; 5 7. 8 3 , H;4. 61, N; 20. 
2 3 

: C; 5 7. 8 3, H; 4. 34, N; 20. 26 

mmm s 1 

2-^'D^E-l- (4-^fD7x-;v) (4. 88g) * 

(20ml) 1 9 0 °CGD 1 mmmn bfco 

2Mc (2 0 0ml) 3NM (2 0ml) ^Jp^fco 30^ 

3. 0 g) SO^-m. fctlfcU *1!&#U MJ3ET6 0°C-e|gMb, 

4- (4-rhD7irjl.) -lH-^^;-/I/ (2. 34g) 

MS : 19 0 (M+ 1 ) 

NMR (DMSO, d) :7. 83 (1H, s), 7. 95 (1H, s), 
8. 03 (2H, d, J = 8. 9Hz), 8. 22 (2H, d, J = 8. 9 
Hz) , 12. 47 (1H, br s) 

M^J 3 2 

Mit^J 1 3 hl^t^bTTta©<b^tl§t#feo 
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mp: 162-163 °C 

MS : 2 l 6 1 ) 

NMR (DMSO ) d):2.73(3H,s),3.38(2H,br s) , 
3. 88 (3H, s) , 7. 32 (1H, d, J = 9. 0Hz) , 7. 63 
(1H, d, J = 2. 6Hz) , 7. 72 (1H, dd, J = 9. 0Hz, 
2. 7Hz) 
tc^^Ht : 

fHHg + (EtOAc)o. i : C ; 3 2. 0 3, H ; 3. 37, N; 3. 
9 7 

$mfe : C; 31. 96, H ; 3 . 17, N ; 4 . 30 



rn.rn.rn 3 3 

mp: 208-210 °C 
MS : 33 1 (7 >;-#:+ 1 ) 

NMR (DMSO, 6) : 2. 81 (3H, s), 3. 44 (2H, s), 

6. 90(lH,d,J=15. 6Hz), 7. 41-7. 69 (5H,m), 

7. 76-7. 83 (1H, m), 7. 86-7. 99 (2H, m), 8. 
41 (1H, s) , 10. 72 (1H, s) 

t\mU :C;44. 51, H;3. 51, N ; 6 . 11 
mm\U : C ; 4 4. 88, H ; 3 . 50, N ; 6 . 11 

Wkitm 3 4 
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mp : 145-146 °C 
MS : 2 0 2 (M+ 1 ) 

NMR (DMSO, 6) : 3. 81 (3H, s) , 7. 09 (1H, d, J 
= 8. 9Hz) , 7 . 42 (1H, dd, J = 8 . 9Hz, 2. 8Hz) , 
7. 60 (1H, d, J = 2. 8Hz), 9. 42 (1H, s) , 10. 0 
9 (1H, s) 

mM-iU :C;47. 65, H;4. 00, N;6. 95 
: C ; 4 7 . 48, H;3. 87, N;6. 80 

mmm 3 5 

N- (3-7^;-5-^DD7x-;P) - 2-b'j7JVtn^fj^»t 
AT 5, K 

mp: 167-170 °C 
MS : 3 4 1 (M+ 1 ) 

NMR (DMSO, <5) :5. 49 (2H, s), 6. 33 (1H, dd, 
J = 1 . 9Hz, 1. 9Hz), 6. 80-6. 94 ( 2 H , m) , 6. 9 
9 (1H, dd, J=l. 8Hz, 1. 8Hz), 7. 5 5 - 7. 9 5 (5 
H, m) , 10. 19 ( 1 H, s) 

+ (H 2 0) 0 . 5 : C; 5 4. 9 5, H; 3. 75, N; 8. 01 
mmm :C; 5 5. 04, H;3. 63, N ; 7 . 63 

mmm 3 6 
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mp: 137-139 °C 
MS : 1 8 6 (M+ 1 ) 

NMR (DMSO, 6) : 3. 88 (3H, s) , 7. 17 (1H, d, J 
= 8. 9Hz), 7. 52 ( 1 H, d d, J = 8 . 9Hz, 2 . 8Hz) 7. 
68 (2H, br s) , 7. 72 (1H, d, J = 2. 8Hz) . 

3 7 

5 n D - 2 h^r^^>^T-h 
MS : 2 0 1 (M+ 1 ) 

NMR (DMSO, 6) : 3. 79 (3H, s), 3. 82 (3H, s), 
7. 19 (1H, d, J = 8. 8 Hz) , 7. 55-7. 65 (2H, m) 

m&m 3 8 

m^j 1 6 hmm^hxrmcDih^^mzo 

N- [3-r^y-5 - (h'j7;i/tn^^;i/) - 

mp: 177-179 °C 
MS : 3 4 1 (M+ 1 ) 

NMR (DMSO, 6) : 5. 66 (2H, s), 6. 58 (1H, s), 
6. 86 (1H, d, J = 1 5 . 6Hz), 7. 13 (1H, s), 7. 2 
5 (1H, s), 7. 42-7. 60 (3H,m), 7. 74-7. 80 (1 
H, m), 7. 78 (1H, d, J = 1 5 . 6Hz), 10. 30 (1H, 
s) 
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ff-Jftit : C ; 5 6. 40, H;3. 55, N ; 8 . 2 2 
: C ; 5 6. 36, H;3. 65, N ; 8 . 08 

§m$I 3 9 

mmm 1 6 ^TO^bTTfB©<b^^f#feo 

N- (3-7^;-5-i/7;7ir;i/) - 2 - h U * >i~ 

mp : 191-193 °C 
MS : 3 3 2 (M+ 1 ) 

NMR (DMSO, 6) : 5. 73 (2H, s), 6. 62 (1H, dd, 
J = 1 . 6Hz, 1. 6Hz), 6. 86 (1H, d, J = 1 5 . 4Hz), 
7. 16 (1H, d, J = 1 . 6Hz, 1. 6Hz), 7. 27 (1H, d 
d, J = 1 . 6Hz, 1. 6Hz), 7. 60-8. 00 ( 5 H, m) , 1 
0 . 3 6 ( 1 H, s ) 

mmm 4 o 

mmm 1 4 tmmiz bTTia^ts^^fco 

N- (3-7^7x-jP) -ff^;i/i/>tA7^ K 
mp: 140-142 °C 
MS : 2 5 3 (M+ 1 ) 

NMR (DMSO, 6) : 2. 08 (3H, d, J = 1 . 3Hz), 5. 0 
4 (2H, s), 6. 28 (1H, dd, J = 8. 2Hz, 1. 2Hz), 
6. 80 (1H, dd, J = 8. 1Hz, 1. 2Hz), 6. 93 (1H, 
dd, J=7. 8Hz, 7. 8Hz), 7. 03 (1H, dd, J = 1. 2 
Hz, 1. 2), 7. 23 (1H, q, J = 1 . 3Hz), 7. 32-7. 
4 7 ( 5 H, m) , 9 . 6 2 ( 1 H, s) 
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:C; 76. 17, H; 6. 39, N; 11. 10 
mmm :C; 7 6. 0 8, H; 6. 39, N; 11. 14 

mmm 4 1 

N — (3-7^7i^) -4-^fJ^»tA7^ h* 
mp : 90-94 °C 
MS : 2 5 3 (M+ 1 ) 

NMR (DM SO, 6) : 2. 34 (3H, s) , 5. 08 (2H, s) , 

6. 20(1H, d, J = 8. 2Hz), 6. 72-7. 0 2 (4H, m) , 

7. 25 ( 2 H , d , J = 7 . 9Hz), 7. 44-7. 55 ( 3 H , m) , 
9 . 8 3 ( 1 H, s ) 

jbMft'kft : 

iHMfi + (H 2 O) o . 9 : C ; 7 1 . 57, H; 6. 68, N; 10. 4 
3 

mmm :C;71. 59, H;6. 64, N;10. 37 
4 2 

N- (3-7^7irjl/) -3-^fjPi/>tA7U' 
MS : 2 5 3 (M+ 1) 

NMR (DMSO, 5) : 2. 34 (3H, s), 5. 09 (2H, s), 

6. 27 (1H, d, J = 8 . 2Hz), 6. 76-7.0 2 (4H,m), 

7. 18-7. 43 (4H,m), 7. 49 (1H, d, J = 1 5 . 7Hz), 
9 . 8 5 ( 1 H, s) 



! mm 4 3 
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N- (3-7^7xr;v) - 2-^W>n7^ K 
ms : 141-142 °C 
MS : 2 5 3 (M+ 1 ) 

NMR (DM SO, 6) : 2. 40 (3H, s) , 5. 08 (2H, s) , 

6. 28 (1H, d, J = 8. 3Hz) , 6. 74 (1H, d, J=15. 
6Hz) , 6. 79-6. 99 (3H, m) , 7. 21-7. 36 (3H 5 
m), 7. 51-7. 61 ( 1 H, m) , 7. 76 ( 1 H, d, J=15. 
6Hz) , 9. 88 ( 1 H, s) 

mmm+ (h 2 o) 0 . , : c ; 7 5 . 63, h ; 6. 4 3, n ; 1 1 . 0 

2 

mmm :C; 7 5. 3 5, H; 6. 34, N; 11. 03 

mmm 4 4 

N- [3- [ (m=fflL?h3risij)ltf-)l) T^y] 

MS: 353 (M+l) , 297 (M-C 4 H 8 +1) , 253 (M-BO 
C+ 1 ) 

NMR (DMSO, 6) : 1. 48 (9H, s) , 2. 09 (3H, d, J 
= 1. 2Hz), 7. 06 (1H, d, J = 8. 1Hz), 7. 17 (1H, 
dd, J = 8. 0Hz, 8. 0Hz) , 7. 2 6 - 7. 4 9 (7 H,m), 

7. 94 (1H, s), 9. 34 (1H, s), 9. 90 (1H, s) 

mmm 4 5 
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N- [3- [ (i£|7*hJr^^M-JI/) T^y] 7^-;v] -4-^5^ 

MS:353 (M+1),297 (M-C 4 H 8 + 1 ) , 2 5 3 (M-BO 
C+ 1 ) 

NMR (DMSO, 6) : 1. 48 (9H, s) , 2. 34 (3H, s) , 
6. 80 ( 1 H, d, J = 1 5 . 7 H z) , 7 . 06 ( 1 H, d , J = 8. 
1 H z) , 7. 17 ( 1 H, dd, J = 8 . 0 H z , 8. 0 H z) , 7. 2 
1-7. 29 (2H, m) , 7. 41-7. 59 (4H ) m), 7. 84 (1 
H, s) , 9. 37 ( 1 H, s) , 10. 12 ( 1 H, s) 

mmm 4 6 

N- [3- [ (i£i7h^^>i3;^*r;v) y % j ] - 3 

MS : 3 5 3 (M + 1 ) , 297 (M-C 4 H 8 .+ 1 ) , 253 (M-BO 
C+ 1 ) 

NMR (DMSO, 6) : 1. 49 (9H, s) , 2. 35 (3H, s) , 
6. 85 (1H, d, J=l 5. 7Hz) , 7. 07 (1H, d, J = 8. 
4Hz), 7. 12-7. 59 (7H, m), 7. 84 (1H, s), 9. 
3 8 ( 1 H, s) , 1 0 . 1 4 ( 1 H, s) 

mmm 4 7 

N- [3- [ h ^->^;i/^-;i/) T^y] 7rc-;v] -2-^ 

MS: 353 (M + 1) , 297 (M-C 4 H 8 +1), 253 (M-BO 
C+ 1 ) 
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NMR (DMSO, 6) : 1. 49 (9H, s) , 2. 41 (3H, s) , 
6. 7 7 ( 1 H, d, J = 1 5 . 6 H z) , 7. 05 ( 1 H, d 5 J = 8. 
6Hz), 7. 18 ( 1 H, t , J = 8 . 1 H z) , 7. 24-7. 35 (4 
H, m) , 7. 46 (1H, d, J = 8. 2Hz), 7. 51-7. 61 (1 
H, m) , 7. 79 (1H, d, J=l 5. 6Hz), 7. 88 (1H, s) , 
9. 3 8 (1H, s) , 10. 17 (1H, s) 



mmm 4 8 

N — (3-7^;-5-^nD7ir;i/) - 2-^nni/>tA75 k 
mp : 147-149 °C 
MS : 3 0 7 (M+ 1 ) 

NMR (DMSO, 6) : 5. 48 (2H, s), 6. 32 (1H, dd, 
J = 1 . 9Hz, 1. 9 H z) , 6. 81 (1H, dd, J = 1 . 9Hz, 
1. 9 H z) , 6. 85 (1H, d, J = 1 5 . 7Hz), 7. 00 (1H, 
dd, J=l. 9Hz, 1. 9Hz), 7. 40-7. 49 (2H, m), 
7. 53-7. 59 ( 1 H, m) , 7. 72-7. 59 ( 1 H, m) , 7. 
72-7. 78 ( 1 H, m) , 7. 84 (1H, d, J = 1 5 . 7Hz), 
10. 15 ( 1 H, s) 
Tti^^HFf : 

: C; 5 8. 6 5 , H3. 94 ;, N; 9. 12 
: C; 5 8. 6 2 , H; 3. 85, N; 8. 85 

mmm 4 9 

3, 5-^7^^>^rhiJjl/ 
mp: 156-159 °C 
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MS : 1 3 4 (M+ 1) 

NMR (DMSO, <5 ) : 5. 2 2 (4H, s) , 6. 05 (3H, s). 

mmm 5 0 

N- (3-i/7;7i^Jl/) - 2-^nDi/>tA7^ F 
mp : 198-200 °C 
MS : 2 8 3 (M+ 1 ) 

NMR (DMSO, 6) : 6. 88 (1H, d , J=l 5. 7 Hz) , 7. 
42-7. 50 (2 H, m) , 7. 51-7. 64 (3 H, m) , 7. 74 
-7. 92 (2 H, m) , 7. 92 ( 1 H, d , J = 1 5 . 7Hz), 8. 
22 ( 1 H, s) , 10. 67 ( 1 H, s) 

nmm+ ( H 2 O ) o . ! :C; 6 7. 5 4, H; 3. 97, N; 9. 85 
: C; 6 7. 33, H;3. 81, N ; 9 . 87 

mmm 5 1 

3 -- hD7i-;v*;wt^-r h (9. 0 1 g) o^^y 

-;v (9 0ml) *«[%2K**BB5tT8RfM«#bfco -fc^-f h-ffifc«U 
mp : 104-106 °C 

MS: 209 (M+l), 109 (M-BOC+1) 

NMR (DMSO, 6) : 1. 45 (9H, s) , 4. 96 (2H, s) , 
6. 15 (1H, dd, J = 7. 2Hz, 1. 2Hz), 6. 52 (1H, 
d, J = 7. 9 Hz) , 6. 80 (1H, s), 6. 84 (1H, dd, J 



WO 01/68585 



PCT/JPOl/01993 



47 

= 7. 9Hz, 7. 9Hz), 8. 98 (1H, s) 

mmm 5 2 

N- (3-7^7x"jV) - 2 - h U 7^n^f^»tA7^ J* 
mp: 141-142 °C 
MS : 3 0 7 (M+ 1 ) 

NMR (DMSO, 6) : 5. 11 (2H, s), 6. 30 (1H, d, J 
= 8. 7Hz), 6. 78-7. 01 (4H,m), 7. 62 (1H, dd, 
J = 7 . 3Hz, 7. 3Hz), 7. 72-7. 91 (4H, m), 10. 
0 2 (1H, s) 

:C;62. 74, H ; 4 . 28, N ; 9 . 15 
^ftHB :C;62. 6 3, H ; 4. 2 7, N ; 9. 0 9 

mmm 5 3 

N- (3-7U7i^) -4-7DDJ/>tA7> h* 
mp: 167-168 °C 
MS : 2 7 3 (M+ 1 ) 

NMR (DMSO, 6) : 5. 10 (2H, s), 6. 28 (1H, d, J 
= 8. 2Hz), 6. 78-7. 01 (4H, m), 7. 46-7. 69 (5 
H, m) , 9 . 8 9 ( 1 H, s) 

7U$kfrffi : 

fflfEffi :C; 6 6. 0 6, H;4. 80, N; 10. 27 
:C; 6 5. 8 6, H;4. 78, N; 10. 16 
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N- (3--hD7ir;i/) -4-^DD^>>tA7^ F 
mp : 255-256 °C 
MS : 3 0 3 (M+ 1 ) 

NMR (DMSO, 6) : 6. 82 (1H, d, J=15. 7Hz) , 7. 
53 (2H, d, J = 8. 5Hz), 7. 59-7. 72 (4H, m) , 7. 
90-8. 03 (2H, m) , 8. 74 (1H, dd, J = 2. 1Hz, 2. 
1Hz) , 1 0. 7 3 (1H, s) 

tg^^MTt : 

stjffji : C; 5 9. 52, H;3. 66, N;9. 25 
:C; 5 9. 20, H;3. 58, N 9 . 19 

mmm 5 5 

n- [3- c m^m^h^^tuitf-ji) T^y] 7x^;n - 2-h>; 

mp: 172-173 °C 

MS : 3 0 7 (M-BOC+ 1 ) 

NMR (DMSO, 6) : 1. 48 (9H, s) , 6. 92 (1H, d, J 
= 15. 4Hz) , 7. 07 (1H, d, J = 8 . 1Hz) , 7. 19 (1 
H, dd, J = 8. 1Hz, 8. 1Hz) , 7. 45 (1H, d, J = 8 . 
0Hz), 7. 63 (1H, dd, J = 7. 4Hz), 7. 77-7. 96 
( 5 H , m) , 9. 40 (1H, s), 10. 31 (1H, s) 

mmt 5 6 
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N- (3-7^7irjV) -3-^h^J/J/>tA7U* 
MS : 2 6 9 (M+ 1) 

NMR (DMSO, 6) : 3. 80 (3H, s) , 5. 09 (2H, s) , 

6. 27 (1H, d, J = 8. 6Hz), 6. 77-7. 02 (5H, m) , 

7. 15-7. 21 (2H, m) , 7. 36 (1H, dd, J = 8. 0Hz, 

8. 0Hz) , 7. 50 (1H, d, J = 1 5. 7Hz), 9. 86 (1H, 
s) 

mm.m 5 7 

sbsai 1 6 hmm^vxTmcD^m^mzo 

N- [3 - [ h ^cist) JVtF—JI/) 7 5. Jl 7 - 2 b 

MS : 313 (M-C 4 H 8 + 1 ) , 269 (M-BOC+1) 

NMR (DMSO, 6) : 1. 48 (9H, s) , 3. 89 (3H, s) , 

6. 89 ( 1 H , d, J = 1 5 . 8Hz), 6. 98-7. 21 (4H,m), 

7. 38 (1H, d, J = 7. 1Hz), 7. 45 (1H, d, J = 8. 0 
Hz), 7. 55 (1H, d, J = 7. 6Hz), 7. 78 (1H, d, J 
= 15. 8Hz), 7. 86 (1H, s), 9. 37 (1H, s), 10. 
12 ( 1 H, s) 

mmm 5 8 

mmm 1 6 hmm^vxTmo^m^mzo 

N- [3- [ (m=ffl.7b*i'J3)l'tf—)\/) T^y] 7x-;v] - 3 h 

MS:313 (M-C 4 H 8 +1), 269 (M-BOC+1) 

NMR (DMSO, 6) : 1. 48 (9H, s) , 3. 81 (3H, s) , 

6. 85 (1H, d, J = 1 5 . 7Hz), 6. 94-7. 24 (5H,m), 
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7. 31-7. 50 (2H,m) 3 7. 5 4 ( 1 H, d, J = 1 5 . 8Hz), 
7. 84 ( 1 H , s ) , 9. 38 ( 1 H , s ) , 10. 16 (1H, s) 

mmm 5 9 

N- (3-7^7x-jV) - 3-^DDi/>tA7U* 
mp: 112-114 °C 
MS : 2 7 3 (M+ 1 ) 

NMR (DMSO, 5) : 5. 10 (2H 5 s) , 6. 28 (1H, d, J 
= 7Ez) , 6 . 70-7. 00 (4 H, m) , 7. 41-7. 60 (4 H, 
m) , 7. 67 ( 1 H, s) , 9. 88 ( 1 H, s) 

mmm 6 o 

mmm i 4 hmnteVTTm(D4h&m%mzo 

N- (3-7>;7xrjl/) -2-^DD^»t^7U* 
mp : 1 5 9 - 1 6 1 °C 
MS : 2 7 3 (M+ 1 ) 

NMR (DMSO, 6) :5. 11 (2 H, s) , 6. 29 ( 1 H, d, J 
= 7. 6Hz) , 6. 78 = 7. 08 (4H, m) , 7. 39-7. 54 (2 
H, m) , 7. 54-7. 63 ( 1 H, m) , 7. 71-7. 83 (1H, 
m) , 7. 83 ( 1 H, d, J = 1 5 . 6Hz), 9. 98 (1H, s) 

rn.rn.rn q i 



mmm 1 6 tmrn^i^x-fm^h^m^nrzo 

N — [3- [ (i£i7h^i>^jl/#-ji/) T^^] - 
MS : 3 9 5 (M + N a) 
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NMR (DMSO, 6) : 1. 48 (9H, s) , 6. 90 (1H, d , J 
= 15. 8Hz), 7. 07 (1H, d, J = 8. 1Hz) , 7. 19 (1 
H, d d, J = 8 . 0 H z , 8. 0 H z) , 7. 40-7. 6 2 ( 5 H, m) , 
7. 68 (1H, s) , 7. 84 (1H ) s) , 9. 40 (1H, s) , 1 
0. 18 (1H, s) 

Mji^iJ 6 2 

mmm 6 4 hmm^ vxTmvit&w&nito 

m p : 9 7 - 9 9 °C 
MS : 1 6 8 (M+ 1 ) 

NMR (DMSO, 6) : 3. 92 (3H, s) , 7. 28 (1H, d, J 
= 9. 1Hz), 7. 74 (1H, dd, J = 9. 1Hz, 2. 7Hz) , 
7. 91 ( 1 H, d, J = 2. 6Hz) 

mmm 6 3 

mp : 1 4 1 - 1 4 2°C 
MS : 1 8 4 (M- 1 ) 

NMR (DMSO, d) : 3. 80 (3H, s) , 7. 07 (1H, dd, 
J = 9. 1 Hz, 4. 5Hz), 7. 23 ( 1H, ddd, J = 9. 0Hz ? 
9. 0Hz, 3. 3Hz), 7. 44 (1H, dd, J=9. 4Hz, 3. 
2 Hz) , 9. 41 (1H, s), 10. 09 (1H, s) 

t\mU : C ; 5 1 . 88, H ; 4 . 35, N ; 7 . 56 
:C; 51. 82, H;3. 98, N ; 7 . 39 
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m&m 6 4 

N, N-^^f-MMT^ F (15ml) (z N ^*7^^^^^D'J 
M 2 . 3 3ml) £ 5°C-eAn^.feo 5 °CT?SS3l*M&T-£ 3 0#HatB#U 
5 -^;V^-D- 2 -p< h^^>^>X7^ F ( 1 . 4 0g) £#D;tfco 
^5 0 C-eiB^P^m#bfco 7k (1 0 0ml) 3 O^FIffitU V* 

- h u;v ( l . 45g) seMitutffeo 

mp: 113-114 °C 

1 R (KB r ) :2 2 2 9 cm" 1 
MS : 15 2 (M+ 1 ) 

NMR (DM SO, 6) :3. 90 (3H, s) , 7. 27 (1H, dd, 
J = 9. 4Hz, 4. 2Hz), 7. 58 ( 1 H, ddd, J = 9. 2Hz, 
9. 2Hz, 3. 2Hz), 7. 75 (1H, dd, J = 8. 2Hz, 3. 

2 H z) 

mmm 6 5 

*^)l> 5 2 h^r^^>^7- h ( 2 . 2 0 g) N N, 

N-i?*^Jl*)lATK F (10ml) h'J^A^ F (100 

mg) ©*«&i o o°cr 7 mmmmihtzo gmt^u (m 

1 ) U 7jc (3|H, #100ml) RZF&t&7k ( 1 0 0 m 1 ) 

;vT^§mbs 5-7^D-2-^b^>x?n* (i. 48g) $a 

fi^H^bTfffco 

mp: 144-146 °C 

IR(KBr) : 3 4 4 8, 1674cm" 1 
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MS : 17 0 (M+ 1 ) 

NMR (DMSO, <?) : 3. 88 (3H, s) , 7. 16 (1H 3 dd 5 
J = 9. 1Hz, 4. 4Hz), 7. 33 (1H, ddd, J = 9. 1Hz, 
9. 1Hz, 3. 4Hz) , 7. 53 (1H, dd, J=9. 4Hz, 3. 
3Hz) , 7. 7 0 (2H, s) 

mmm e 6 

5 -y))/^ru- 2 -t I»D*^gj|fB ( 2 . 0g), >; £A (4. 

4 2 g), RUN, N-^^^A?^ j* (2 5ml) ©Sg^fcu g 
fet»3e7{^^ (3. 9 8ml) ^iP^feo S»*C4«p|iB«#U 
^HlOOml) ^#fRU tK ( 2 Hj N =§• 1 0 0 m 1 ) RV&mfc ( 2 0, 
6-1 0 0ml) T$fei£U g|?n^At«L, ««U itM©?« 
£®*U 5-7;i/tD-2-^h^gJlS8^^v (2. 2 3g) §i 

MS:185 (M + 1 ) , 153 (M-CH 3 OH + 1 ) 
NMR (DMSO, <?) : 3. 79 (3H, s), 3. 81 (3H, s), 
7. 18 (1H, dd, J = 8 . 7 Hz, 4. 2Hz), 7. 35-7. 4 
8 (2H, m) . 



mmm 6 7 

Mjt^j 25hisi«(cbT TmcDik^m % m & „ 

MS : 1 3 9 (M-BOC+ 1 ) 

NMR (DMSO, 6) : 1. 50 (9H, s) , 7. 54 (1H, dd, 
J = 8. 1Hz, 8. 1Hz), 7. 73-7. 86 (2H, m), 8. 4 
8 (1H, dd, J = 2. 1Hz, 2. 1Hz), 9. 91 (1H, s) 
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mmm 6 8 

mp : 206-207 °C 
MS : 2 8 3 (M+ 1 ) 

NMR (DMSO, 6) : 6. 90 (1H 5 d, J=15. 7Hz), 7. 
42-7. 61 ( 3 H , m) , 7. 74-7. 98 ( 6 H , m) , 10. 7 
5 (1H, s) 

mmm 6 9 

N- [4- (7^;*Mft^^) ^rc-;i/] - 2-^nni/>tA7^ 
MS : 3 1 7 (M+ 1) 

NMR (DMSO, 6) :6. 91 (1H, d, J = 1 5. 6Hz), 7. 
40-7. 99 (9 H, m) , 9. 40 (1H, s), 9. 74 (1H, s), 
10. 5 9 ( 1 H, s) 

mmm 7 o 

mmmi 3 tmm^rrm^t^^mrco 

MS : 33 1 (7 1 ) 

NMR (DMSO, 6) :2. 84 (3H, s), 6. 94 (1H, d, J 
= 15. 6Hz), 7. 20-8. 00 ( 9 H, m) , 10. 90 (1H, 
s) 
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m&m 7 i 

4- [ (2-Xf;v-3-K'jy^) ^3^>] 
MS : 2 1 1 (M+ 1 ) 

NMR (DMS 0 3 6) : 2. 34 (3H, s) , 7. 01-7. 11 (2 
H, s) , 7. 35 (1H, dd, J = 8. 2Hz, 4. 7Hz) , 7. 5 
4 ( 1 H, dd, J = 8 . 2Hz, 1. 4 H z) , 7. 80, 7. 91 (2 
H, m), 8. 40 (1H, dd, J = 4 . 7Hz, 1. 4Hz) 

mmm 7 2 

m^j 1 5 hmm^rrmcD^m^mt^o 

4- [ ( 2 -p<^;v- 3 - tf <J ^>-t? v*;!/^^^-^^ p 

MS : 2 4 5 (M+ 1 ) 

NMR (D M S 0 , 6) : 2 . 37 (3H, s), 6. 89-6. 96 (2 
H, m), 7. 32 (1H, dd, J = 8 . 1Hz, 4. 6Hz), 7. 4 
4 (1H, dd, J = 8 . 2Hz, 1. 5Hz), 7. 92-7. 99 (2 
H, m), 8. 35 (1H, dd, J = 4 . 6Hz, 1. 5Hz), 9. 4 
2 ( 1 H, s) , 9 . 7 9 ( 1 H, s) 

mmm 7 3 

mmm 1 3 tnaifc*cTia©^«i*^&o 

^^;v4- [ ( 2 -p<^;v- 3 - 1: u ^>-e $ K 

MS : 2 5 9 (7 V— #:+ 1 ) 

NMR (DMSO, 6) : 2. 45 (3H, s) , 2. 85 (3H, s), 
7 . 0 - 8 . 2 ( 7 H, m) 
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mmms 2 1 mm tit rmvih^m %mtz 0 

4- [ (2 -tru^;i/^^;i/) T^y] h u;v 

MS : 2 1 0 (M+ 1 ) 

NMR (DM S O , d) : 4. 43 (2H, d , J = 6. 1Hz) , 6. 6 

3- 6. 70 (2H.ni), 7. 23-7. 47 (5H, m) , 7. 75 (1 
H, ddd, J-7. 6Hz, 7. 6Hz, 1. 8Hz), 8. 50-8. 
5 6 ( 1 H, m) 

mmm 7 5 

mmm 1 5 tmm^ vxrmo^m^mtco 

4- [ ( 2 -try y ] ^>-t? h* 

MS : 2 4 4 (M+ 1 ) 

NMR (DMSO, 6) :4. 43 (2H, d, J = 6. 1Hz), 6. 5 
4 (2H, d, J = 8. 9Hz), 7. 07 (1H, t, J=6. 0Hz), 

7. 22-7. 36 (2H, m) , 7. 74 (1H, ddd, J = 7. 7H 
z, 7. 7Hz, 1. 8Hz), 7. 80 (2H, d, J = 8. 9Hz), 

8. 50-8. 57 (lH,m), 8. 97 (1H, s), 9. 21 (1H, 
s) 

mmm 1 6 

mmm 1 3 tmm^ ^xrmcD^m^mrco 

— h ■ a «Wb2k3&&J& 

MS : 2 5 8 (7 1 ) 

NMR (DMSO, 5) :2. 75 (3H, s) , 4. 54 (2H, d, J 
= 6. 3Hz) , 6. 77 (2H, d, J = 9 . 0Hz), 7. 24-7. 
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3 2 ( 1 H, m) , 7. 34 ( 1 H, d, J = 7 . 9 H z) , 7. 70-7. 
83 ( 3 H, m) , 7. 95-8. 05 ( 1 H, m) , 8. 51-8. 57 
(1H, m) 

7 7 

N- [5- [ (iHi7b^fi/*;V») 7^.7] - 2-7/l/tD7x- 

;v] - 2 - b y 7;i/to^f;w>>tA7^ p 

MS : 3 2 5 (M-BOC+ 1 ) 

NMR (DMSO, 6) : 1. 47 (9H, s) , 6. 4-8. 3 (9H, 
m) , 9. 40 ( 1 H, s) , 10. 02 ( 1 H, s) 

mmm 1 8 

N- (5-7$7-2-7;vtn7x^;i/) - 2 - h y ^;i/^-n^^-;i/^> 

mp: 173-175 °C 
MS : 3 2 5 (M+ 1 ) 

NMR (DMSO, 6) :5. 00 (2 H, s) , 6. 25-6. 35 (1 
H, m) , 6. 91 (1 H, dd, J = 1 0. 9Hz, 8. 7Hz) , 7. 
14 (1H, d, J=l 5. 3Hz) , 7. 36 (1H, dd, J=6. 6 
Hz, 2. 6Hz), 7. 62 (1H, dd, J = 7 . 2Hz, 7. 2Hz), 
7. 73-7. 92 (4 H, m) , 9. 80 (1H, s) 

Sg&0J 7 9 

4 - [ ( 1 -^"dr>> F — 3 — t! U ;t=^>] h U )V 
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mp : 174-176 °C 
MS : 2 1 3 (M+ 1) 

NMR (DMSO, 6) : 7. 15 (1H, dd 3 J = 8. 4Hz, 1. 8 
Hz) , 7. 25-7. 35 (2H, m), 7. 46 (1H, dd, J = 8. 
6Hz, 6. 5Hz), 7. 85-7. 95 (2H, m), 8. 13 (1H, 
d, J = 6. 4Hz), 8. 28 (1H, dd, J = l. 9Hz, 1. 9H 
z) 

mmm 8 o 

4 - [ ( 1 -3j-dr^/ K- 3 -h° U PJ]/) :t^>] ^>-if >*;i/^^T^. K 
MS : 2 4 7 (M+ 1 ) 

NMR (DMSO, 6) : 7. 07 (1H, dd, J = 8. 6Hz, 2. 1 
Hz), 7. 12-7. 20 (2H,m), 7. 42 (1H, dd, J = 8 . 
6Hz, 6. 4Hz), 7. 95-8. 03 (2H,m), 8. 09 (1H, 
dd, J = 6 . 4Hz, 1. 9Hz), 8. 18 (1H, dd, J = 1 . 9 
Hz, 1. 9Hz), 9. 50 (1H, s), 9. 86 (1H, s) 



mm.m 8 1 

m&m 1 3 hmm^hxymo^mtimco 

MS : 2 6 1 (7 >;—#:+ 1 ) 

NMR (DMSO, d) : 2. 81 (3H, s), 7. 15-7. 22 (1 
H, m), 7. 31-7. 43 ( 2 H, m) , 7. 49 (1H, dd, J = 
8. 5Hz, 6. 4 Hz) , 7. 91-8. 09 (2H, m), 8. 14- 
8. 19 ( 1 H, m) , 8. 30 (1H, dd, J=l. 9Hz, 1. 9H 
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z) 

mmm 8 2 

1 -T-fe^l/fcT^^X 3.84g) N 4 -y )i>$-u^>y~- h u;v( 3 . 
03g) , j^S?# U (4. 1 5 g) WN, N-^^f»A7^ K 

d5mi) om&rn* 1 5 o°c~£4mmm,WLtz 0 m&to&g.ua-ctittB 

U (250ml), 7k (250ml) tiISMb> 

7jc (10 0ml) (10 0ml) T*$s#U IfY^^>>)A^ 

l -t.'^^-;v) -<>y"- (3. l 6 g) £6 btft 

mp : 1 0 3 - 1 0 5 °C 
MS : 2 2 9 (M+ 1 ) 

NMR (DMSO, 6) : 2. 04 (3H, s) , 3. 29-3. 45 (4 
H 3 m), 3. 51-3. 61 (4 H, m) , 6. 97-7. 07 (2H, 
m) , 7 . 5 5 - 7. 6 5 ( 2 H, m) 

mm* 8 3 

mmm 1 5 tmntzLxTmvfc&fo&ftito 

4- (4-T-fe^;i/- 1 -t:^^^n;i/) K 
MS : 2 6 4 (M+ 1 ) 

NMR (DMSO, 6) :2. 04 (3 H, s) , 3. 20-3. 40 (4 
H , m) , 3. 50-3. 64 (4H.ni), 6. 92 ( 2 H , d , J = 8 . 
9Hz), 7. 92 (2H, d, J = 8. 9 Hz) , 9. 17 (1H, s), 
9 . 4 3 ( 1 H, s) 
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mm.m 8 a 

MS : 2 7 8 (7 »; — #;+ 1 ) 

NMR (DMSO, d) : 2. 05 (3H, s) , 2. 77 (3H, s) , 
3. 4-3. 7 (8H, m) , 7. 08 (2H, d, J = 9. 1Hz) , 7. 
8 4 (2H, d, J = 9. 1Hz) 

mmm 8 5 

N- (3-7^-5-^Dn7irjl/) - 2 - J/7; i/ >j~ AT 5. K 
mp: 261-263 °C 
MS : 2 9 8 (M+ 1 ) 

NMR (DMSO, 6) : 5. 50 (2 H, br s) , 6. 34 ( 1 H, 
dd, J=l. 9Hz, 1. 9Hz), 6. 84 (1H, dd, J = 1 . 8 
Hz, 1. 8Hz), 7. 00 (1H, dd, J=l. 8Hz, 1. 8Hz), 
7. 0 1 (1H, d, J=l 5. 5 Hz), 7. 61 (1H, ddd, J = 
7. 6Hz, 7. 6Hz, 1. 4Hz), 7. 76 (1H, d, J=15. 
5Hz), 7. 75-7. 97 ( 3 H, m) , 10. 24 (1H, s) 

mmm 8 6 



(2E) -N- (3-7U-5-^nD7irji/) - 3- (2-h''J^;i/) 

mp : 101-103 °C 
MS : 2 7 3 (M + 1 ) 
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NMR (DMSO, 5) : 5. 47 (2H, br s) , 6. 31 (1H, 
dd, J=l. 9Hz, 1. 9Hz), 6. 86 (1H, dd, J = l. 8 
Hz, 1. 8Hz), 6. 98 (1H, dd, J=l. 8Hz, 1. 8 Hz) , 
7 . 28 (1H, d, J=15. 3 H z ) , 7. 34-7. 44(lH,m), 
7. 52-7. 66 (2H, m) , 7. 86 (1H, ddd, J = 7. 7H 
z, 7. 7Hz, 1. 8Hz), 8. 62-8. 65 (1H, m), 10. 
18 ( 1 H, s) 

mmm 8 7 

2 - (T^ S t°U^>(20. 9 4 g)0rh7hF777>(l 

0 0ml) m$fcte 2 -V nn- 5 hnb'U^Xl 3. 9 5 g) £#n>U 

ItU 7jc*C$ft$#U ^ibs 2- (t!U^>-2 --r^^^^r^y) - 
5 -n hn try (18. 8 7 g) £f#fco 

APCl-mass ;m/z231 (M+H + ) 

NMR (DMSO, cS) : 4. 72 (2H, d, J = 5. 6 Hz) , 6. 7 
2 (2H, d, J = 9. 1Hz), 7. 2-7. 4 (2H, m), 7. 76 
(1H, dt, J=l. 7Hz, 7. 7Hz), 8. 15 (1H, dd, J 
= 2. 8Hz, 9. 4Hz), 8. 53 (1H, d, J = 4. 4Hz), 8. 
67 (1H, t, J = 5. 6Hz) , 8. 90 (1H, d, J = 2. 8Hz) 

mmm 8 8 

2- (h°U i^>- 2 ->f y ) -5-nhDfU^> (460 

mg) , » ( 5 5 5 mg) RZFWbT - f A (1 6 6 mg) CD^^y 
(10ml) h7j< (1ml) #S$g$g£2B§liB3g$fcLfco ^«3{C£3t 
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'J-)A«U «§iU5-7^-2- (h°>J V>- 2 -J)]/* 
?;i/7^) t.°U^> (0. 3 6 g) &#fco 
APCl-mass ;m/z201 (M+H + ) 

NMR (DMSO, 6) :4. 29 (2H, s) , 4. 43 (1H 3 d, J 
= 6. 1 H z) , 6. 23 (1H, t , J = 6. 1 H z) , 6. 37 (1H, 
d, J = 8. 6Hz), 6. 83 (1H, dd, J = 2. 8Hz, 8. 6H 
z), 7. 1-7. 3 (lH,m), 7. 29 (1H, d, J = 8. 0Hz), 
7. 42 (1H, d, J = 2. 7Hz), 7. 69 (1H, dt, J = 1 . 
7Hz, 7. 6Hz) , 8. 48 (1H, d, J = 4 . 8Hz) 

m&\ 8 9 

3 -^dd- 5 hn- 2 - (t.°u^>-2-^;i/p<^;vT^y) t: u 
^> ( l . I6g)^(2g) t^hm~m • 67_KfD^ ( 1 1 6mg) © 
Th7tF777> (100ml) *m$B$8Efc: 1 K ^ S> >*ffi® ( 2 . 3 m 

i) §in^s ^ti^ 2 . 5^^M^bfc 0 ^mmw%M£;v, mmcomm 

&^*U 5 - 75. y-3-^DD-2 - (t? U 2 ->f;^f;i/7 5 

y) (i. 03 g ) *mtc 0 

APCl-mass ;m/z235 (M+H + ) 

NMR (DM S 0 , 6) : 4. 54 (2H, d, J = 5. 5Hz), 4. 6 
5 (2H, broad s), 6. 23 (1H, t, J = 5 . 6Hz), 7. 
05 (1H, d, J = 2. 4Hz), 7. 1-7. 3 ( 2 H , m) , 7. 4 
2 (1H, d, J = 2 . 4Hz), 7. 70 (1H, dt, J = 1 . 8Hz, 
7. 7Hz) , 8. 4-8. 6 (2H, m) 

mmm 9 0 

5-^hn-2 - (fj^>-2-^;wf/i/7^y) KU^XlOg) 
©^-fe h-h'JJV(2 0 OmDWiCN-^nn^^i/W ^ K (7. 
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5 4 g) itmz., w&w* 6 o°ct- 5mm, 5 o°c-e i 4mmmnvtdo m 

3-^DD-5-^hD-2 - (h° U 2 - J )V*^J)sT* J ) b°U^ 

> (8. 8 7 g) %ntzo 

APCl-mass ;m/z265 (M+H + ) 

NMR (DM SO, <5) : 4. 85 (2H, d, J = 5. 9Hz), 7. 3 
-7. 4 (2H, m) , 7. 87 (1H, d t , J = 1 . 7 Hz, 7. 7 
Hz) , 8. 45 (1H, d, J = 2 . 4 H z) , 8. 5-8. 7 (2H, 
m), 8. 86 (1H, d, J = 2. 4Hz) 

mmm 9 1 

4-7J^D-3-^hD7izMjl/A7U" (5. 6 0g) h^mti 
U (5. 44g) 0N, N-^^^1/*JI/A7^ K (28ml) rpWM 
mz2-7u^:-3-7*; > (4. 1ml) £iD;U ?Jll^j£ 2 4 Bf ftafli 

^A«b, j§i§S*lx 4 -7)ijru- 3 hn 7irji/ ( i 
^l/-2-t^rV-7 , DK;V) *M7^ P (6. 83g) £f#fco 
AP C 1 -ma s s ; m/ z 2 5 5 (M+H) 

NMR (DMSO, d) : 1. 32 (3H, d, J = 7. 0Hz), 2. 1 
0 (3 H, s) , 4. 75 ( 1 H, q, J = 7. 0Hz), 7. 78-7. 
86 ( 2 H , m) , 8. 14-8. 19 ( 1 H , m) , 8. 54 (1H, s) 

mmm 9 2 

4 -7;i/^-n - 3 h d y rc-;i/( 1 2 -t^rV-7n b°;i/) 

^;VAT^ F ( 6 . 8 0 g) s BfrgTV-tn^A (20. 6 g) fcftK ( 5 . 
3 0ml) <D*S/U> (14 0ml) 4>ra%$ 1 . 5B#^jg^bfco 

mizBM^3-)i£ i N&mihj- b u vATkmrn. (200ml) *m?t, ^© 
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?# $> titzmmz, >; t> 7)i/%m ^ & * ? a ^ n v > ^ ? ^ —rmrn u 

j~)l,/Mlh*3-U> (2-4%) «U 1- (4-^;i/^-n-3 
hV7 rc-;i/) -4, 5-^^^-lH-^^*v*-Jl/(l. 29g) 

APCl-mass ;m/z236 (M+H) 

NMR (DMSO, 6) : 2. 10 (6H, s) , 7. 75 (1H, s) , 
7. 73-7. 82 ( 1 H 3 m) 3 7. 87-7. 95 ( 1 H 3 m) 3 8. 
19-8. 23 (1H, m) 

m&m 9 3 

1- (4 -yjV^-u- 3 h D7xr;v) -4 S 

;v (4 8 omg) ©p<^y-;v ( 2 . 5mi) $>mmwL*mm ( 1 

0% w/w, 5 0%wet 3 9 6mg) ±©/^7i;r)At*7j<iiH^T3 

mmikmmMLfco mm^m^h, mmcomm^ms-T^h, 5- (4, 

5 1 H--r ^?V— ;v- 1 -^;i/)- 2 -7ji/tn7-'j>(4 

1 8mg) &f#fc 0 

APCl-mass;m/z2 0 6 (M+H) 

NMR (DMSO, d) :2. 03 (3H 3 s) 3 2. 08 (3H, s) , 
5. 46 ( 2 H, s) , 6. 35-6. 53 (lH 3 m) 3 6. 69 (1H 3 
dd 3 J=8. 0Hz 3 2. 7Hz), 7. 10 (1H 3 dd, J = 8. 5 
Hz, 2. 7Hz) , 7. 53 (1H 3 s) 

SSsgM 9 4 

3-3— h*$/tru$>> (0. 62g)s 3-nhD7^-;v 
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tfU>m. (0 . 57g) hfh7^ ij7i-MX7>f >) 71^^07 
A (0) (15 2mg) <DV* h^r->^^> ( 1 0ml) WMJ-j^I^ 
h U £ A*i8$£ ( 2 M 3 . 4 3ml) *gl^$)£ 6 0 °CT» 6 0#(^j!l# 

n-^^>tp4 0-8 O%0«i^TiffiU 3 - (4 -t< h^h° 
U^>-3--T;v) ^hn^>i?> (8 4mg) %mz 0 
APCI— mass ; m/ z 2 3 1 (M+H + ) 

1 H — NMR (DMSO-d6) : S ; 3 . 90 ( 3 H, s) , 7. 24 (1 
H, d, J=5. 8Hz) , 7. 75 (1H, t, J = 8. 0Hz) , 8. 
00 ( 1 H, d, J = 8. 0Hz) , 8. 24 ( 1 H, dt, J = 8 . 2H 
z, 1 . 1Hz), 8. 35 ( 1 H, t , J = 1 . 0 H z) , 8. 48 (1 
H, s) , 8. 53 ( 1 H, d, J = 7. 6Hz) 

m&m 9 5 

^»j9 1 hmmteVTTm<Dfc&m%mzo 

N- (4 -n h D7i-Jl/) - 9 H-7;i/^"l/>- 1 5. K 

AP C I -ma s s ; m/z 3 3 1 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 4 . 22 (2H, s) , 7. 3-7. 
7 (4H,m), 7. 79 (1H, d, J = 7. 5Hz), 8. 08 (2H, 
d , j = 9 . 2 H z ) 3 8. 16 ( 1 H , d , J = 7 . 5Hz), 8. 30 
(2H, d, J = 9. 2Hz) , 10. 94 (1H, s) 

9 6 

a&&fti 141 £mmte\sTTm<Dtti&®&&tzo 

N- (4 - T^ y 7i-Jl/) - 9 H-^;i/^-l/>- 1 -jtj)V^^ 5 K 



WO 01/68585 



PCT/JPOl/01993 



66 

APCI— mass ; m/ z 3 0 1 (M+H + ) 

1 H — NMR (DMSO-d6) : 6 ; 4 . 17 (2H, s), 4. 94 (2 
H, m) , 6. 56 (2H, d, J = 9. 2Hz), 7. 3-7. 7 (9H, 
m), 7. 96 (1H, d, J =6. 6Hz), 8. 06 (1H, d, J = 

7. 3Hz) , 9. 9 3 (1H, s) 

mmm 9 7 

5-rhn-N- (2-b°U - 2 - t° U S?^7 ^ > (516 

mg) ;i, (10ml) ^trh7hFD77> (5ml) 

?$£l£fft ( 5 0 %we t, 10 0 mg) ±CO 1 0 V t> Al!7K*#H^ 

T6^^7R^»bfeo ffl^*«*U 3t^£®icbfco a^{c^>fb7jc^^ 
^®4N1, 4-^^dp-y-> (2ml) **to7L, 10«jfbh W 

$i£4tSfcU Wx^;i/t^b } gut, N 2 -h°y i^>- 2 

^;V-b°U^>-2, 5-^T^> (6 1 2mg) £f#fco 
APCI-mass ; m/z 2 0 1 (M (7 'j — f£) +H + ) 
1 H — NMR (DMSO-d6) : 6 ; 4. 89 (2H, s), 6. 95 (1 
H, d 5 J = 9. 1Hz) , 7. 59 (1H, dd, J = 9. 1, 2. 5H 
z)> 7. 7-7. 9 ( 3 H , m) , 8. 38 ( 1 H, t, J = 7. 9Hz), 

8. 77 (1H, d, J = 5 . 1Hz) 

m&m 9 8 

N- (2 -^DD-4-f U^;i/) -9H-7Ml/>-l-*/VW5 
F 

APCI-mass;m/z321 (M+H + ) 

1 H — NMR (DMSO-d6) :d;4. 21 (3H, s) , 7. 3-7. 
8 (6H, m) , 7. 9-8. 1 (2H, m), 8. 17 (1H, d, J = 
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7. 2Hz), 8. 34 (1H, d, J=5. 6Hz), 10. 91 (1H, 
s) 

mmm 9 9 

5- [ (9H-7Wl/>-l-^M;i/t:_jv) T^y] -n?->m* 
(3 0 5mg) (DM? J — ;V (3ml) krh5tI«D77>(3ml) 
SiftJ^ 7«<b^ h U £ &7kmffi (IN, 1 . 15ml) §iP^ N ^com& 

m*6 o°cx»2mmmftvtco i^iMdN, i. 2mi) 

£JPx.> *»$J&ltmU 5 - [ ( 9 H-yjl^-\y>- 1 ;v^;v^-;v) 
T^y] ( 2 7 0mg) £f§fc 0 

APCI— mass ; m/ z 3 3 1 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 4 . 23 (2H, s), 7. 3-7. 
5 (4H,m), 7. 82 (1H, d, J = 7. 1Hz), 7. 99 (1H, 
d, J = 8. 0Hz), 8. 15 (1H, d, J = 7. 1Hz), 8. 7- 

8. 9 (2H, m), 9. 15 (1H, d, J = 2. 0Hz), 10. 73 
(1H, s) , 13. 0-14. 0 (1H, broad s) 

mm.m 1 o o 

2-^nDt°U^>(5.73g)£2-T^y^;Vt 0 iJ^>(13. 

5 3 g) <Dm&m% i 4 o°c-£3 ofrmmfthtzo m^m^mm^jvx^ 

t:;va:-^;i/T^L, »u N- ( 2 -t: u -2-tru^ 

^-;VT^> (5. 9 1g) &f#fc 0 

AP C I -ma s s ; m/z 1 8 7 . 2 0 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 4 . 58 (2H, d, J = 6. 3H 

z), 6. 59 (1H, t, J = 4. 8Hz), 7. 2-7. 4 (2H,m), 
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7. 6-7. 8 (2H, m) , 8. 27 (2H, d, J = 4. 7Hz), 8. 
4 9 (1H, d, J = 4. 7Hz) 

mmm 101 

N- (2 -t:y - 2 - 1: »; > ( 3 . Og) ©«k& ( l 

0ml) 4»KHg»*Uij7A (6. 52g) S^a-T^JniU *Ii^$J&6 0°C 

14 ISM, 7 0°Ct2 0^1#Lfco S^^^fft-^^, 
4N7j<^b^ h U <>A7j<^TPH^ 9 . O^H^bfeo &J»£35tmU 

7j<h^^y— ;i/T^fe#b, 5 - - h n -N- ( 2 -t: - 2 - 

APCI-mass ;m/z 2 3 2. 2 0 (M + H + ) 
1 H — NMR (DMSO-d6) : <5 ; 4 . 73 (2H, d, J = 5. 9H 
z) , 7. 2-7. 4 ( 2 H, m) , 7. 75 (1H, d t , J=l. 6H 
z, 7. 7Hz), 8. 50 ( 1 H, d, J = 4. 7Hz), 9. 08 (2 
H, dd, J = 3. 4Hz, 5. 1Hz) , 9. 28 (1H, t, J=5. 
9 H z ) 

mmm 1 o 2 

N 2 — (2-tru ^;i/^^;v) -2, 5 - tr u ^ > 

APCI-mass ;m/z 2 0 2. 2 7 (M + H + ) 
1 H — NMR (DMSO-d6) : 6 ; 4 . 4-4. 6 (4H, m), 6. 
78 (1H, t, J = 6. 2Hz), 7. 2-7. 4 (2H, m), 7. 6 
9 (1H, dt, J=l. 7Hz, 7. 7Hz), 7. 79 (2H, s), 

8. 47 (1H, d, J = 4. 8Hz) 

mmm 103 
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2-7^^^1/f7^> (2 . 18g) V^9-J)yT^y (4. 0 5 
g) (D^- h7tFD77> (5 0ml) mWL^ 2-^nn-5-^bnt.° 
(3. 17g) ^JP^fco SB^fc 6 0 o C-e6B§P H m#Ls 
1 O^Ha^Lfco «fc««l**9lU *T^U «5«U 5-nb 
n-N- ( 2 - t:^^-;^^^;!/) - 2 - t° U VfrY X > (4. 0 6g) § 

APCI-mass ;m/z 2 3 2. 2 0 (M + H + ) 
1 H — NMR (DMS0-d6) : 6 ; 4. 78 (2H, d, J=5. 9H 
z) , 6. 72 (1H, d, J=9. 4Hz), 8. 16 (1H, dd, J 
= 2. 8Hz, 9. 4 Hz) , 8. 5-8. 9 (4H, m) , 8. 89 (1 
H 3 d, J = 2. 8Hz) 

M3t$J 1 0 4 

3-^nn-5--hn-N- ( 2 -v? -2-b°u^;i/T 

APCI-mass ;m/z 2 6 6. 2 7, 2 6 8. 2 7 (M + H + ) 
1 H — NMR (DMS0-d6) : 6 ; 4. 87 (2H, d, J = 6. OH 
z), 8. 43 (1H, d, J = 2. 4Hz), 8. 3-8. 5 (4H,m), 
8. 86 (1H, d, J = 2. 4Hz) 

1 0 5 

$km.m 1 3 8 hmmteVTTmcDih&m%mfzo 

3_/7 DD _ N 2_ (2 -K^J?— -2, 5 - tf U ^ > 

APCI-mass ;m/z 2 3 6. 2 7, 2 3 8. 2 0 (M + H + ) 
1 H — NMR (DMSO-d6) : 6 ; 4. 5-4. 7 (4H, m), 6. 
32 (1H, t, J=5. 9Hz) , 7. 05 (1H, d, J = 2. 4Hz) 
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7. 40 (1H, d, J = 2. 4Hz), 8. 4-8. 7 (3H, m) 

m&m 1 0 6 

mmm i 4 i hmmzhxTm<Dtt l -&m%mczo 

3- (4 h3^>h° >J i?>- 3 --f;i/) T-U> 
APCI-mass ;m/z201 (M + H + ) 

1 H — NMR (DMSO-d6) : 6* ; 3. 81 (3H, s) , 5. 10 (2 
H, s) , 6. 5-6. 7 (2H, m) , 7. 04 ( 1 H, d, J = 7. 8 
Hz) , 7. 12 (1H, d, J = 5. 8Hz), 7. 5-7. 7 (1H, 
m), 8. 26 (1H, s), 8. 41 (1H, d, J=5. 7Hz) 

mmm 107 
mmmi o 9 hmMizisTTmmh&m^tzo 

3 -( l 2 -py;v^ru^^;v- iH->f^ 5 --r ;v) 

- h D-^>-if > 

APCI-mass ;m/z 2 5 4 (M+H + ) 

1 H — NMR (DMSO-d 6) : ; 3. 78 (3H, s), 7. 22 (1 
H, t, J = 5 2. 1Hz), 7. 33 (1H, s), 7. 81 (1H, t, 
J = 7. 9 Hz) , 8. 01 (1H, d, J = 7 . 9Hz), 8. 2-8. 

4 ( 2 H, m) 

mmm i o 8 

M^iJl 4 1 h|eia^b-CTl3©^tl§t#feo 
3 -( l 2 -^7;i/tn^f/i/- 1H-^^ 5 ;v) 

T- U > 

APCI-mass ;m/z 2 2 4 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 3. 69 (3H, s), 5. 25 (2 
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H 3 s ) , 6. 5-6. 7 ( 3 H, m) , 7. 01 ( 1 H, t , J = 26. 
5Hz) , 7. 1-7. 2 (2H, m) 

mmm 109 

N- [2- [3- [tb'DdrSy K) T^y] - 2 

drVrc^;^] 7th7U' (4 7 5mg) CD h;Vrc> (5ml) $g$ftfc\ a: 
^;i/T^>CD^^y-;i/ (2 0% w/v, 2ml) M»l (1ml) 
^iP^-fco 9 5°CT-3 0l$|iB«#U W^^;H!#fXbfco ^© 

(^'Jij^, 2% — ;),M4b*?-u>rp2 5 g) fc«t Difi 

U 3 - ( 1 - xf;v- 2 - 1 H-^ ^ - 5 - ^fjl^) - h 

D^>-b?> (3 0 4mg) £f#fc 0 
AP C I -ma s s ; m/z 2 3 2 (M+H + ) 

1 H — NMR (DMSO-d6) : <5 ; 1 . 17 (3H, t, J = 7. 2H 
z) , 2. 39 (3H, s), 4. 00 (2H, q, J = 7 . 2Hz), 7. 
03 (1H, s) , 7. 75 (1H, t, J = 7. 8Hz), 7. 88 (1 
H, d, J = 7. 8Hz) , 8. 1-8. 3 (2H, m) 

mmm 1 1 o 
mmm 1 4 1 fc^fcb-cTiao^^^fco 

3- ( 1 2 - ^f 1 H-'f ^ - 5 - >f jv) 7— y> 

APCI-mass ;m/z 2 0 2. 4 (M + H + ) 

1 H — NMR (DMSO-d6) : 5 ; 1 . 14 (3H, t, J = 7. 1H 
z) , 2. 34 (3H, s) , 3: 91 (2H, q 3 J = 7. 1Hz) , 5. 
18 ( 2 H , s ) , 6. 4-6. 6 ( 3 H , m) , 6. 69 (1H, s ) , 
7. 0-7. 2 (1H, m) 
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9&mm 1 1 1 

N 2 - ( 2 - )]/*?•))/) - 2, 5-^T^yt°U^> 

AP C I -ma s s ; m/z 2 0 2 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 4. 32 (2H, s) , 4. 49 (1 
H, d 3 J = 6. 1Hz) , 6. 34 (1H, t, J = 6. 1Hz) , 6. 
41 ( 1 H , d , J = 8 . 6 H z ) , 6. 84 ( 1 H , dd, J = 8 . 6H 
z 3 2. 8Hz), 7. 41 (1H, d, J = 2. 7 Hz) , 8. 46 (1 
H, s) , 8. 5 5 (2 H, s) 

112 

5-^D^fc!U 'i?> (1. 0 g) (DMmmz^ h*S/7=-)Vj$ 
U>M ( 1 • 0 5 g) h >J<7A (2 . 0g)©95 Jl ( 1 

0ml) tp&mm ( 5 0%we t , 0. 4 g) ±<D 1 0%/^^^A^^A, 

4:**iD;^ *Bi^tJ£l O^fflfll^bfco «£it3!U SlftffC^ilS 

gfcv^s/£AT!|fc*ug*bT 2 - (try ^^>-5--r;i/) my— ;i, 

(9 8 4mg) £f#fe 0 
APCI— mass ; m/ z 1 8 7 . 2 (M + H + ) 

X H — NMR (DMSO-d 6) : <S ; 3 . 82 (3 H, s) , 7. 08 (1 
H 3 d t, J=l. 0 Hz, 7. 4Hz) , 7. 19 ( 1 H, d, J = 8. 
0Hz) , 7. 4-7. 6 (2H, m) , 8. 93 (2H, s) , 9. 13 
(1H, s) 

MfeM 113 
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2- (try ^>-5--T;i/) v— ;v (8 3 Omg) (5 ml) 
#i:Bfi® (10ml) OllSt, M£ >J >>A (4 5 0mg) %0°CX*'P 

mT^m%-fe 0 m^tt 5°c-e i mmmnhs acacfc&i^o »?i^4n 

(tr >J ^ V>- 5 ->r;i/) -4-* h^^-hn^>^> (4 4 3mg) £ 
APCI— mass ; m/ z 2 3 2 (M + H + ) 

1 H — NMR (DMSO-d 6) : 6 ; 3 . 96 (3 H, s) , 7. 42 (1 
H, d, J = 9 . 4Hz), 8. 3-8. 4 ( 2 H, m) , 9. 02 ( 2 H, 
s) , 9. 21 ( 1 H, s) 

wmm 1 1 4 

3- ^bD7xr;HV^^>?^-b (1. 8 g) ^^fK^J? 
>( 7 4 Omg)0n-7^;-j^I«^ 1 , 8 -y^if £>>^ n [ 5 . 
4. 0] ^>5r£-7-a:> (0. 3 6ml) SM&oi^8HHI 

#U Mmh, ^^y-Jl/t^#LT^^ 5-^^;i/-4- ( 3 -- 
FH7x-jV) - 2, 4-ytpD-3H-l > 2, 4- h UT^-;i/-3 
-5^> ( 1 . 56g) £#feo 
APCI-mass;m/z 2 3 7. 3 3 (M + H + ) 
1 H — NMR (DMSO-d6) : 6 ; 2 . 14 (3H, s) , 7. 87 (1 
H, t , J = 7 . 9Hz) , 7. 97 ( 1 H, dt, J = 8 . 2 H z , 1. 
6Hz), 8. 3-8. 5 (2H ) m) ) 13. 77 (1H, broad s) 
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mmm 1 1 5 

5 4 - (3 hD7x-jv) - 2, 4-^tFD-3H-l ) 

2 , 4 - h 'J?^-;i/ - 3 ( 1 . 0 g) (DM (2 0ml) ^MM 

utt h y # a ( 1 . i7g) 7j< (6mi) mm* 5 e c^—mr^> 
m^s m&mit 1 0 o°c-e4. 5i$ifajf#Lfco ^^s^ctbissj^u 

1 N*SMb^ h y ^A^pH9 . 0 CCSIlfeo tfcJS%l$tt% 
ts *7?^b|g*^^ 3-^^;i/-4- (3-^Fn7i-Jl/) -4H 
■1, 2, 4 h U TV"— ;i/ ( 5 6 4mg) £f#fco 
APCI— mass ; m/ z 2 0 5 (M+H + ) 

1 H — NMR (DMSO-d6) : (5 ; 2 . 39 (3H, s) , 7. 88 (1 
H, t , J = 8. 0 H z) , 8. 03 ( 1 H, m) , 8. 37 ( 1 H, m) , 
8. 43 ( 1 H, t , J = 4. 1Hz) , 8. 79 ( 1 H, s) 

wmm i i 6 
mmmi 4 1 tmm^ bTTfiB©ih^§t#fe 0 

3- (3-^f/V-4H-l ) 2, 4-h'j7^-;t/-4--f;i/) 7-'J> 
APCI— mass ; m/ z 1 7 5 (M+H + ) 

X H — NMR (DMSO-d6) : 6 ; 2 . 31 (3 H, s) , 5. 49 (2 
H, s) , 6. 5-6. 6 ( 2 H, m) , 6. 67 ( 1 H, d d, J = 7. 
9Hz, 1. 8Hz), 7. 17 ( 1 H, t , J = 8 . 0 H z) , 8. 58 
( 1 H, s ) 

mmm 117 

mm.m 141 ^mm^^xrmcD^m^mrzo 

4- j* h3^>-3- (5 -try SS?r:;i/) 7- y > 
AP C I -ma s s ; m/z 2 0 2 . 2 7 (M + H + ) 
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1 H — NMR (DMSO-d6) : 6 ; 3. 66 (3H, s) , 4. 8 2 (2 
H, m) , 6. 6-6. 8 (2H, m) , 6. 91 (1H, dd, J = 7. 
2Hz, 2. 1Hz) , 8. 86 (2H, s) , 9. 10 ( 1 H, s) 

mmm 1 1 8 

2- (3-^hD7x-;v) -1, 3-^^y^> (i 2 . 8g),I 
-fbT>^E^r>A ( l . 7 5g) , ^^;i/T;i/=:— ;i/ ( l o 0ml) h7j<: (5 
0ml) fc-fe?>f h (12. 8g) tmm (11. Og) £#P>U 

7 0°C^M#bfeo i#§IIT4 0«(j-fc o tf^gU rai^tl^i 
( 2 5 0ml) -£#|RU -fe^^ hT?*«bfco ^^ISfP^TK 
Jft^ h ] )^A?kmm ( 2 0 0ml) h&M*. (100ml) T^#bfeo # 
&bfc*Wf £flfc&V^*$/r>AT?$fe&U tSttj^T^-feb, ^jibfeo m 

U ititlt3- (1, 3 -5^^V^>- 2 
T^iJ> (9. 7 6g) £f#fco 
MS : 1 6 6 (M+ 1) 

NMR (DMSO, 6) : 3. 8-4. 1 (4H, m) , 5. 10 (2H, 
br s) , 5. 55 (1H, s) , 6. 4-6. 7 (3H, m) , 7. 0 
0 ( 1 H, t, J = 7 . 7Hz) 

mmm 1 1 9 
mmm 1 5 6 tii»s3bTTta©<bi^j£#fco 

N- [3- (1, Z-*J**V : 7>-2 — f;V) 7 :*-;!,] -9H-7M 

1 F (6 . 2 9g) 

MS : 3 5 8 (M+ 1 ) 

NMR (DMSO, 6) : 3. 8-4. 2 (4H, m), 4. 20 (2H, 
br s), 5. 75 (1H, s), 7. 18 (1H, d, J = 7. 6Hz), 
7. 2-8. 1 (9H, m), 8. 11 (1H, d, J = 7. 0Hz), 1 
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0 . 4 0 ( 1 H, s) 

mmm i 2 0 

N- [3- (1, 3 -VHr^rVy^- 2 --f;i/) 7 -9H-7A 
*U>-1 -3b;i/3tf3f-iM K (5 . 9 0 g) CD^ h7th'D77> (110 

mi) 4»»»*t:^ lNit (2 0mi) %mn~eiin%.tzo 3mmmmk, 

KJ^^WcM^WW.^)^ (3 0 0ml) -e#!Rb 3 7jc (2X 1 0 0ml) . 

mmmmymi- v u •> doomi), doomi) t»^# 

li^Sixf;v (4 0 ml) -OM&U N- (3 -*/K/l/7x-;i/) - 
9H-7M1/V- 1 M4.44 g)©ife»€&3lSa*^fco 

MS : 3 1 4 (M+ 1 ) 

NMR (DMSO, <5) :4. 22 (2H, br s), 7. 3-7. 9 (7 
H, m) , 7. 9-8. 2 (3H, m) , 8. 45 (1H, br s) , 1 
0. 04 (1H, s) , 1 0. 6 3 (1H, br s) 

wmm 1 2 1 

2-7nn-N- ( 3 h un>i?)]/) - 4 - b° U > 
MS : 2 6 4 (M+ 1 ) 

NMR (DMSO, 5) : 4. 52 (2H 3 d, J = 6. 2 Hz) , 6. 5 
-6. 7 ( 2 H, m) , 7. 5-7. 9 ( 4 H, m) , 8. 0-8. 3 (2 
H, m) 

1 2 2 

N- ( 3 -75 y ^>^;i/) -N- (2-7Dn-4-lf'J^) 75> 
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MS : 234 (M+ 1 ) 

NMR (DM SO, 6) : 4. 16 (2H, d, J = 5. 8Hz), 5. 0 
6 (2H, br s) , 6. 36-6. 6 (5H, m) , 6. 97 ( 1 H, 
t, J = 7. 6Hz), 7. 39 (1H, t, J=5. 8Hz) , 7. 79 
( 1 H, d, J = 5 . 8Hz) 

mmm 1 2 3 

2-^DD-N- ( 3 - ^ hn^>^Jl/) - 4 - h° U P)\sT$. > (2 64 
mg)®^y-;Kl0ml) 11(10% 5 0%we t , 

5 0mg) .±<Z)^S?#A&in*.> #&nfc©^*7klR»HiT-e 3KfM* 

&y££$tMU ^?$£MJ±T-£*a$gLN- ( 3-7^ - N- (4 

- tf >j (2 3 2mg) &f#fc 0 

MS : 2 0 0 (M+ 1 ) 

NMR (DMSO, 6 ) : 4. 36 (2H, d, J = 5. 8Hz), 6. 4 
-6. 6 ( 3 H, m) , 6. 7-7. 2 (3 H, m) , 8. 15 (2 H, d, 
J = 6 . 5Hz) , 9. 22 ( 1 H, t, J = 5 . 8Hz) 

mmm 124 

1 , l ' -&*jti ;i/i?-r 5 ( 1 . 8 7 g) N ^ ;v 

(14 3m g) fcT-b h — h i;;K2 7ml) ©?B^rtJ£T-te h^h U;v(7 
ml) h-T ;p (4 7 7mg) <£> 3 hD^>^7$> • 

% (1. 3 2g) <Z>ffi«%$ 2~4°CT»SP^.fco Smt? 3 RpH8l#bfc^ 
M^M-n-^it 4 — yj]/^rn- l , 2-^>-tf>^T^> (l. 7 7 g) £jft 
#Tfc:SP^.fe 0 KJt6S-&«&* 5 0°Ct3» Sit 2 0 ^P^Jft#bfeo Sft 
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- (2-7^-4-7MD7i^P) N' - ( 3 h D^>^;i/) 

(2. 28g) zmtzo 

MS : 3 2 1 (M+ 1 ) 

NMR (DMSO, 6) : 4. 80 (2H, d, J = 5. 9Hz), 5. 1 
7 (2H, br s) , 6. 2-6. 6 (2H, m) , 6. 8-7. 1 (1 
H, m) , 7. 61 (1H, t , J = 7. 9 H z) , 7. 78 ( 1 H, d, 
J = 7. 7Hz) , 7. 8-8. 2 (3H, m) , 9. 0 0 (1H, br s) 

mmm 125 

N- (2-7U-4-7MD7i-;i/) -N' - (3--hD-^>^ 
;v) ^BcSi(2. 0 3g) ©h;vx> (5 0ml) WtCs 1 
jv-3- (3-^5-;P7^7 7n^i/) ^ KJS&JB (1. 8 2 

g) *saT?jo^fco m&mit 1 1 o°c-e 3 o^na&bfco 

(5 0ml) -e#|RU 5 KJfcgfcdc*:*- h U V A&mm (80ml) N 
7j< (2X5 0ml) N (5 0ml) T^#bfc 0 #«IJi*ffl6»V^^. 

(3--hD^>^jl/) -lH-^>^^^;-/l/-2-7^> (6 7 6 

mg) (Dm^ntzo 

MS : 2 8 7 (M+ 1 ) 

NMR (DMSO, 6) : 4. 64 (2H, d, J = 6. 1Hz), 6. 5 
-6. 8 ( 1 H, m) , 6. 8-7. 2 ( 2 H, m) , 7. 2-7. 6 (1 
H, m), 7. 63 (1H, t, J = 7 . 9 H z ) , 7. 83 (1H, d, 
J = 7. 6Hz), 8. 12 (1H, d, J = 8. 2 H z) , 8. 24 (1 
H, br s), 11. 00 (lH.br s) 

Sm#!i 1 2 6 



WO 01/68585 



PCT/JPOl/01993 



79 

N- ( 3 -7* - 5 - 7;i/tn- l H-^>x^ 

2 — 7* ^ > 

MS : 2 5 7 (M+ 1 ) 

NMR (DMSO, 6) : 4. 35 (2H, d, J = 6. 1Hz) , 5. 0 

1 (2H, br s) , 6. 3-6. 8 (4H, m) , 6. 8-7. 2 (4 
H, m) 

mm.m i 2 7 

N- ( 2 -7*^ y -4 -pi h^rJ/7i^;i/) — N 5 - (3 -—hU^<>V)V) 
MS : 3 3 3 (M+ 1) 

NMR (DMSO, 6) : 3. 67 (3H, s) , 4. 79 (2H, d, J 
= 5. 9Hz), 4. 87 (2H, br s), 6. 18 ( 1 H , dd, J 
= 2. 7Hz, 8. 6Hz), 6. 34 (1H, d, J = 2. 7Hz), 6. 
84 (1H, d, J = 8. 6Hz), 7. 60 (1H, t, J = 7. 8Hz), 
7. 7-7. 9 (2H, m), 8. 0-8. 2 (2H, m), 8. 95 (1 
H, b r s) 

mmm 1 2 8 
mmmi 2 5 fci^tBcbTTiB©ft^**#fco 

5-^h^^-N- ( 3 h n^>i ? ;i/) -lH-^>X^f^^;-;i/- 

2 -7^ > 

MS : 2 9 9 (M+ 1 ) 

NMR (DMSO, 6) : 3. 69 (3H, s), 4. 62 (2H, d, J 
= 6.0Hz),6.4-6.6(lH,m),6.73(lH,br s), 
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6. 9-7. 4 ( 2 H , m) , 7 . 62 ( 1 H , t , J = 7 . 9Hz), 7. 
84 ( 1 H, d, J = 7. 7 H z ) , 8. 0-8. 2 ( 1 H, m) , 8. 2 
4 ( 1 H, br s) , 10. 7-10. 9 ( 1 H, m) 

m&m 129 
mmmi 1 8 tmmzvTTm(D4h&m*ntzo 

N- (3-7^y^>^;i/) - 5 Y^-is- 1 H-^>X^ 
MS : 2 6 9 (M+ 1 ) 

NMR (DMSO, 6) : 3. 69 (3H, s) , 4. 33 (2H, d, J 
= 6. 0 H z ) , 5. 00 ( 2 H 3 br s ) , 6. 3-6. 6 ( 4 H , m) , 
6. 72 (1H, d, J = 2. 3Hz) , 6. 8-7. 1 (3H, m) , 1 
0. 51 (1H, br s) 

mmm 1 3 0 

5- (3-7WD-5-r|>D7i-JH -1, 2 1 H- 

^^V— ;i/ (4 0 0mg) i:^E;i/7^iJ> (5ml) ©i^i^jllTT 

* (3 0mi) t2 0©if; o ^mhtzmmm^m^iy, &*>tiitmm& 

VJV^-^JV^ffiWisX&btiltmm&m&h^ 4- [3- (1, 2 -J?* 
f-JV- 1H--T =• ^V— ;v- 5 --Ol/) - 5 hD7x-;v] ^jvy^V 
y (3 2 7mg) SiSitbtifeo 
MS : 3 0 3 (M+ 1 ) 

NMR (DMSO, 6) :2. 36 (3H, s), 3. 2-3. 4 (4H, 
m), 3. 57 (3H, s), 3. 6-3. 9 (4 H, m) , 7. 03 (1 
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H 3 s) , 7. 3-7. 4 (1H, m) , 7. 5-7. 7 (2H, m) 

mmm 1 3 1 

4- [3- (1, 2-^^fJV-lH-^^V-/V-5-^JV) -5- 
- hu^rc-;v] ^;i/7t>J> (3 2 Omg) N rS'ffij^ (4 8 Omg) 
h7tFD77> (4. 8ml) CDS^tlic:, JfrfbSgHtfc • 6 zMW ( 3 2 
mg) ttK7^>- lTKfntJ (0. 48ml) £#D^fc 0 8 

(5 0ml) ^#|RU * (4 Oml) T 2 0 h ^tfek (3 0ml) 

©it^SSL, 3 - (1 3 2 -i^^^V- 1 H-^ ^*V-/V - 5 - ^/V) 
-5- (4 7* U-;i/) T-U> (2 7 7mg) £^lt£ LTf#fco 

MS : 2 7 3 (M+ 1 ) 

NMR (DMSO, 6) : 2. 31 (3 H, s) , 2. 9-3. 1 (4H, 
m) , 3. 48 ( 3 H, s), 3. 6-3. 8 (4 H, m) , 5. 03 (2 
H 3 br s) , 6. 0-6. 2 (3H, m) , 6. 71 ( 1 H, s) 

mmm 1 3 2 

3, 5-i?7$ J PUU^ls-gls (3. Og) (3 0ml) « 

M8«j*it3tU U 9£«u N- (3-^dd-5-*;^;1/75 

;7irjp) ^1/A7U* (3. 6 4g) t#fe 0 
APCI— mass ; m/ z 1 9 9 . 0 7 (M + H + ) 
1 H-NMR(DMSO-d6) : <5 ; 7 . 48 ( 2 H, s) , 7. 73 (1 
H, s) , 8. 28 (2H, s) , 10. 41 (2H, s) 

§^#iJ 1 3 3 
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3, 5 bD^>7- h U;i/ ( 2 . 75g)0^^;-jl/(15ml) 
*i:rh7tHn77> (15ml) <2)JB!*»tt$J&ft (5 0%we t) ±© 

-U> (9 5 lmg) £?#fc 0 

ESI-mass ; m/z 162. 3 (M-H + ) 

1 H — NMR (DMSO-d6) : 6 ; 6 . 33 (2 H, s) , 7. 24 (1 
H, s) , 7. 6 -7. 8 (2H, m) 

1 3 4 

N-^;i/^;i/- 3-^7^-5-^ fD7- U > 

APCI— mass ; m/ z 1 9 0 . 2 0 (M-H + ) 

1 H — NMR (DMS0-d6) : 6 ; 8 . 32 ( 1 H, s) , 8. 44 (2 

H, m) , 8. 76 ( 1 H, s) , 10. 94 ( 1 H, s) 

m^m i 3 5 

N-*Jl/>;v-3-^7;-5-rhD7-'J> ( 9 9 4mg) tMWtiJ 
U £A (8 6 2 mg) ON, N-^^^/V*JVA7^ K (10ml) tpfRM 

2 -^n^E- 3 > (8 6 4mg) £Sn;U 2 BSfSffi 

frA'rfSflMf-argsb&o ssfcii7>^i>A (4. oig) *sp^. n 

ftffi ( lml) ®^>l/> (2 0ml) 4>§3 O^Ha&tfEbfco S^ttf 

l N2k»fli^ h U •> atK« (loomi) £flniu iB^«B% l 

O^^M^bfeo ^fcASttzk-CifcitU l»iT^j/>)A-5 
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2%*? y-)v/mb^^-u>nmia\,x, 4, 5- 

*J*3-))s- 1 - ( - 5 — — hD7ir» J ^ trV— )l> (0.8 

1 s) *mzo 

APCI-mass ;m/z 2 4 3. 1 3 (M + H + ) 
1 H — NMR (DMSO-d6) : 6 ; 2. 16 (3H, s) , 7. 87 (1 
H, s ) , 8. 50 ( 1 H , t, J = 1 . 7Hz), 8. 55 ( 1 H , m) , 
8. 81 ( 1 H, t , J=l. 7Hz) 

mmm 1 3 6 

N - (3-^7DD-5 -ft)]/$))/7'*; -7 x. =.)]/) *Jl/A7^ F (lg) 
<DN, N-^>7fWA7> F (10ml) 6 0 %*|frfb:*- h 

U£A©j£«&#«C(fr (201mg) £;&DiU M§3 0«#lfe o $g 
2-^D^&-3-^^y> ( 7 6 0 mg) ON, N-SM *-;i/3fr;i/A 
K (5ml) tf£An;t N jB-&f»*2I©BB*#b&o 

U N- [3-^od-5 - ( l 2 - w-rD 

y] y^-)V\ *;vA7^ F (56 Omg) £t#fc 0 

APCI— mass ; m/ z 2 6 8 . 7 3 (M + H + ) 
1 H — NMR (DMSO-d6) : 6 ; 1 . 32 (3H, d 3 J = 7. 1H 
z) , 2. 14 (3H, s) , 4. 66 (1H, q 5 J = 7. 1Hz) , 7. 
1-7. 3 (2H, m) , 7. 42 (1H, s) , 7. 73 (1H, s) , 
8. 3-8. 5 (2H, m) , 10. 51 (1H, s) 

»aem3'7 

;i/)T^ ;]7x"M$M7^ M4 4 3mg) hSi7>^r^A ( 1 . 

2 7 g) tmm (0. 5 ml) (D3risU> (10ml) 1 3 0 °C 
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■e 3 ofrtontnvitometVo&mwt^mt. i N*»-fh± h v ^A7j<»( i 

0 omi) m&m*i o^mmnvtzo &m*mm\s&£&m&'e 

mi) h * & j ( i m i ) izmm^-^mm^ i Btnaflm l fc c sb^c 

1 NtK^± h U VA&mm ( 1 0 m 1 ) hmm^JV ( 2 0 m 1 ) 

1- (3-^dd-5-7^ y7x-;p) ^^V— ;i/ (2 8 
7mg) £?#7co 

APCI-mass ;m/z 2 2 2. 3 3, 2 2 4. 3 7 (M + H + ) 
1 H — NMR (DMSO-d6) : 6 ; 2. 06 (3H, s) , 2. 08 (3 
H, s) , 5. 7 5 (2H, s) , 6. 44 (1H, t, J=l. 9Hz), 
6. 52 (1H, t, J = 1 . 9Hz), 6. 64 (1H, t, J = 1 . 9 
Hz) , 7. 5 8 (1H, s) 

SK&ftl 13 8 

4, 5 1 - (3-^>7;-5-r hD7x-;i/) ^ 
;i/ (125mg) N ±Mit£ (III) (8mg)^(12Omg)0rF 

7tFD77> (imi) ommm^ zk#n t k ^ > ( o . ismi) § 

»&ffi«^*^#AT?3£*£*»&&gicU 4, 5-^^;v-l-(3 

- 5 -7^7ir;|/) ^ ( 1 o 6 mg) £f#fco 

APCI-mass ;m/z213. 20 (M + H + ) 
1 H-NMR(DMSO-d6) : 6 ; 2. 07 (3H, s), 2. 08 (3 
H, s), 5. 94 (2H, s), 6. 79 (1H, t, J = 2. 0Hz), 
6. 9-7. 2 (2H, m), 7. 62 (1H, s) 
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mmm 1 3 9 

3, 5-i?-hD7r^;-;V (5. 0 g) (D*-*?J-)l (25ml) *h 
rh7tFD77>(2 5ml) (DmMWL&fitm ( 5 0 %w e t ) ±<D 1 0 % 

bfeo (5 0mi) %M7Lm&w* immmm.htz 0 m 

g*ffl^fc*7A^DT h ^-5 3 0 - 5 0 %S^:c^-;i/© 

^Vff'tSUJUN-^^l/- 3 - ^ h3^>- 5 - — b D7-'J >( 1 . 
73g) &f#fc 0 

APCI-mass;m/zl 9 5. 0 7 (M-H + ) 
1 H — NMR (DMSO-d6) : 6 ; 3 . 89 (3H, s) , 7. 4-7. 
6 ( 2 H , m) , 8. 14 ( 1 H , t , J = 1 . 9Hz), 8. 37 ( 1 H , 
s) , 10. 63 ( 1 H, s) 

mmw\ 140 
m&m i 3 5 tmm^vxrmcD^m^mrzo 

4, 5-^^;i/-l- (3-^ h^J/-5-rhD7x^) >r ^V- 

;v 

APCI-mass ;m/z 2 4 8. 2 0 (M + H + ) 
1 H — NMR (DMSO-d6) : 6 ; 2 . 12 (3H, s) , 2. 14 (3 
H, s), 3. 94 (3H, s) , 7. 50 (1H, t, J = 2. 1Hz) , 
7. 7-7. 9 (2H, m) 

mmm 1 4 1 

4, 5-^^;i/- 1- (3-^ h3^>- 5 -~ FD7x~;i/) >f =• 

— ;i/ (5 0 Omg) ©p<^y-;v ( 1 Oml) >MM£j^it (5 0%we 
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t , 1 0 0mg)_t© 1 0%^^^^AT7Km#H^T3^^7jc»Wbfeo 

5-7^7x-;p) ^ * #V-;v£#fco 
APCI-mass;m/z218. 33 (M + H + ) 
1 H — NMR (DMSO-d 6) : 6 ; 2 . 06 (3H, s), 2. 08 (3 
H, s) , 3. 69 (3H, s) , 5. 4 1 (2H, s) , 6. 04 (1H, 
t , J = 2. 0Hz) , 6. 09 (1H, t, J = 2. 0Hz), 6. 18 
(1H, t, J = 2. 0 H z) , 7 . 52 ( 1 H, s) 

mmm 1 4 2 

4-*3-))s- 1- (3 -- hD7xr;i/) _i H -^^V— ;i/ (3. 2 
g-) ©T-te h - h U ;i/ ( 2 m 1 ) WWCN-^nn^^i/W ^ K (2. 
73g) &;&n£ N m&m%7 o°c-e 6^ijs#bfco 

g^fflV^fcTJ^A^DV h^^^^f— -^*f^b^ 3 0 %M£rc^;V<Dn--\ 

^r-y-V^-e^mbTs 5-^nD-4-yf;V- 1 - (3-^M:7x-;V) 

-lH-^f 2- ^V-;P ( 6 4 2mg) £f#fco 

APCI-mass ;m/z 2 3 8. 2 7 (M + H + ) 

1 H — NMR (DMSO-d 6) : S ; 2. 18 (3H, s), 7. 8-8. 

1 (2H, m), 8. 08 (lH 3 s), 8. 3-8. 5 (2H, m) 

m&m 143 
mmmi 3 8 hmmiz^x-fmo^m^mco 

APCI-mass ;m/z 2 0 8. 2 0, 2 1 0. 1 3 (M + H + ) 

1 H — NMR (DMSO-d 6) :d ; 2. 13 (3H, s) , 5. 47 (2 
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H , s ) , 6. 5-6. 7 ( 3 H , m) , 7. 15 ( 1 H , t , J = 7 . 9 
Hz), 7. 80 (1H, s) 

mmm 144 

2-^nn-3-p< 5 - ^ h n h° U ^ > ( 9 6 7 m g ) t 2 - K U 

^>7^> (1. 7ml) h7tF077> (10ml) *$g£- 

BWO%tiffiLL^ *T?$fe#U SiU 3-^^l/-5-rfD-N- (2- 
K'hW^) - 2-b°U^>T^> ( 9 8 5mg) &|#fc 0 
APC'I— mass ; m/ z 2 4 5 (M+l) 

NMR (2 0 0MHz, DMSO-d6) : 6 ; 2. 25 (3H, s) , 4. 
79 (2H, d, J = 5. 9Hz), 7. 23 (1H, d, J = 7 . 4Hz), 
7. 26 (1H, d, J = 7. 7Hz), 7. 71 (1H, td, J = 7. 
7Hz, 1. 8Hz), 8. 01 (1H, t, J = 5 . 9Hz), 8. 08 
(1H, t , J = 2 . 6Hz), 8. 49-8. 53 ( 1 H , m) , 8. 7 
7 (1H, d, J = 2. 6Hz) 

14 5 

3 - 5- rzhn-N- (2-fij ^;v) - 2 - h° u > 7* 

^> (9 7 Omg) CD^^y — ;i/ (15ml) J:rh7tFD77> (15 
ml) *mmm%fiim±(D^ : 7P*& (lOWw, 5 0%wet, 4.5 
Omg) TvXm#HmT5^^7Km»bfeo fcfcJ&&aifc£U «£«ffiT 

•e^bt, 3-^^;i/-N 2 - ( 2 - 1: u ^;i/^^;v) - 2, 

> ( 8 5 lmg) 
AP C I -ma s s ; m/z 2 1 5 (M+l) 

NMR (2 0 0MHz, DMS0-d6) : 6 ; 2 . 07 (3H, s), 4. 
24 (2H, s), 4. 53 (2H, d, J = 5. 8Hz), 5. 75 (1 
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H 5 t , J = 5 . 8Hz) , 6. 73 ( 1 H, d 3 J = 2. 6Hz) , 7. 
16-7. 28 ( 3 H, m) , 7. 66 ( 1 H, t d, J = 7 . 6Hz, 1. 
8Hz), 8. 47 (1H, d, J = 4. 0Hz) 

§S£3t#iJ 14 6 

2-^nn-5--hn-3 - (h'j7 n ^ ^-;v) tr U ^ > (226 
m g ) 2 - t: U S>;i/p< ^>7^>(O.2ml)0rh7tFD77>(2. 
Oml) 1 8^P^»bfeo S^^7j<ta^Atil^^ii#b 

feo «*«LfcB?&«&&attfcU U SIbt5-rfn-N- (2 

-h° U ^;i/^^;V) - 3- ( h 'j7/^D^fM - 2 -t°'J ^>T^ >(2 
7 7mg) £f#fco 

APCI— mass ; m/ z 2 9 9 (M+l) 

NMR (200MHz,DMSO-d6) : <? ; 4 . 86 (2 H, s) , 7. 
24 (1H, d, J = 7. 6Hz), 7. 27 (1H, d, J=5. 1Hz), 
7. 75 (1H, td, J = 7. 6Hz, 1. 8Hz), 8. 46 (1H, 
s), 8. 47 (1H, s), 8. 51 (1H, dd, J=6. 3Hz, 1. 
6Hz), 9. 08 (1H, d, J = 2. 6Hz) 

mmm 147 

5--hn-N- - 3- (h'j7;VtD^f;i/) 

-2 -tfij^>7^ > ( 2 6 5mg) ©^^y-;i/ (3. Oml) 
tFn77>(3. Oml) ( 1 0 %w/w, 5 0%we t , 

82mg) ±CD^^^^ATvJcm#HmT3l^^7jcm»bfeo 

itM*MJ±T-e^*bTs N 2 — (2 - t:u ^;i/^^;i/) -3 - (hU 
7;i/^-n^^-;i/) - 2, 5-t:u^;v^T^> (2 4 0mg) £?#fc 0 
APCI— mass ; m/ z 2 6 9 (M+l) 

NMR (200MHz, DMS0-d6) : <5 ; 4 . 59 (2H, d, J = 
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5. 4 H z) , 4 . 74 (2 H, s) , 6. 27 ( 1 H, t, J = 5 . 4H 
z) , 7. 19 (1H, s) , 7. 2 0 (1H, s) , 7. 25 (1H, s) , 
7. 70 (2H 5 t d, J = 7. 6Hz, 1. 7Hz) , 8. 49 (1H, 
d, J = 4 . 6 H z) 

mmm i 4 8 

2-^DD-5--fDt>J^> (6 5 0mg) „ N-X^;i ( 2 - fc° U 
^^>T^> (6 0 0mg) h h 'Jx^;i/7^> (0. 7 ml) 0r 
h^tKn^^V (6ml) *I^«JS 1 8l$fflft#l&„ 
fAtllKF»bfco &JKbfc@7&$j£$*IfcU U 

5-— hp-N- ( 2 - t? <; -2-tru^>T^> 

( 5 6 3mg) £#fc 0 

APCI-mass ;m/z245 (M+l) 

NMR(200MHz,DMSO-d6) : 6 ; 3 . 27 (3H, s) , 5. 
01 (2H, s) , 6. 83 (1H, d , J=9. 5 Hz) , 7. 23 (1 
H, d, J = 7 . 4Hz) , 7. 28 (1H, dd, J = 7. 5 Hz, 4. 
9Hz), 7. 76 ( 1 H, td, J = 7 . 7 H z , 1. 8Hz), 8. 2 
3 (1H, dd, J = 9. 5Hz, 2. 8Hz), 8. 51 (1H, d, J 
= 4. 1Hz), 8. 95 (1H, d, J = 2. 8Hz) 

mmm 1 4 9 

^ > (2 0 Omg) )]/ (3. Oml) J:rl>7tl> , D77>(3. 

Oml) ffJlSMI (10°/ow/w, 50%wet, 93mg) ±0/^ 

t^bt, N 2 -^^-;i/-N 2 - - 2, 5-t°'J^ 

( 1 7 4mg) £f#fc 0 
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APCI-mass ;m/z215 (M+l) 

NMR (200MHz,DMSO-d6) : 6 ; 2 . 9 7 (3H, s) , 4. 
4 1 (2 H, b r) , 4. 70 ( 2 H, s) , 6. 47 ( 1 H, d, J = 8. 
7Hz) , 6. 91 (1H, dd, J = 5. 8Hz, 2. 8Hz), 7. 0 
7 (1H, d, J = 7. 8Hz) , 7. 21 (1H, dd, J = 6. 4Hz, 
4. 9Hz), 7. 55 (1H, d, J = 2. 4Hz), 7. 67 (1H, 
td, J = 7. 7Hz, 1. 8Hz), 8. 48 (1H, d, J = 2. 8H 
z) 

tijgfll 1 5 0 

N-^;v- 5 -n h n -N- (2-K'JS?;W^) -2-h°U^>T 
^ > ( 1 9 4mg) i:N-^nn7^»^U' (13 5mg) ©7thr 

hu;i/(2. 5mi) ^pm^m^MmmmMr^ 6 o°c, 4n#nagi#bfco 

&^&*frfh;rf^U U 1 N*KYb^- h U W««(3 0ml), 

3~)\> — 5— — hn — N— (2-ifijs;;^f;v) -2- 

HU^>7^ > (2 1 6mg) £?#fco 
APCI-mass ;m/z2 7 9 (M+l) 

NMR (2 0 0MHz, DMSO-d6) : 6 ; 3. 32 (3H, s), 5. 
03 (2H, s), 7. 26-7. 35 (2H, m), 7. 77 (1H, t 
d, J = 7. 7Hz, 1. 8 Hz) , 8. 40 (1H, d, J = 2. 4Hz), 
8. 51 (1H, dt, J = 3. 8Hz, 0. 8Hz), 8. 91 (1H, 
d, J = 2. 4Hz) 

%mm 1 5 1 

3 -^DD-N-^fjy- 5 h d-n- ( 2 -tr u ^;v^^-;i/) -2 

(2 0 Omg) (3 3 0mg) 0rf7hb'D7 
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=yy (4. omi) ^mmm^, WMtm^mA&m® (20m g ) ttF? 
y>-7Kmm (o. 4mi) sud*. 2mmmmLtzo 

^;i/-N 2 - (2 -try - 2, 5 - 1° y > (18 5 

mg) £f#fc 0 

AP C I -ma s s ; m/z 2 4 9 (M+l) 

NMR (2 0 0MHz, DMSO-d6) : 6 ; 2. 66 (3H, s) , 4. 
29 (2H, s) , 5. 15 (2H, s) , 7. 07 (1H, d, J = 2. 
5Hz), 7. 20-7. 26 (1H, m) , 7. 44 (1H, d, J = 7. 
8Hz), 7. 59 (1H, d, J = 2. 5Hz), 7. 74 (1H, td, 
J = 7. 7Hz, 1. 8 Hz) , 8. 45-8. 48 ( 1 H, m) 

m&m i 5 2 

2-^nn-5-— hDtJ'jyv ( 6 6 5 mg) „ (4-^^;V-2-tf 

yy;i/) ^>T3- > (i. og) h h y^^-;i/T^> (o. 53mi) 0 

rh7hFD77> (8ml) 1 8 RSISSl^Lfco S^4H$9^ift 

A^W^A^nT h^^^^r — (j/i; loo l -4%^^y — 
;l//i^^b;><^-l/>^£m) tj;^iMu N- [ (4 2 -t° y 

- 5-^hD-h*'Ji;>7^> (3 0 0mg) <H#fco 
AP C I -ma s s ; m/z 2 4 5 (M+l) 

NMR (2 0 0MHz, DMSO-d6) : 6 ; 2 . 29 (3H, s), 4. 
80 (2H, d, J = 5. 3Hz), 6. 71 (1H, d, J = 8. 8Hz), 
7. 11 (1H, d, J = 5. 1Hz), 7. 16 (1H, s), 8. 15 
(1H, dd, J = 9. 4Hz, 2. 8Hz), 8. 38 (1H, d, J = 
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5. 0Hz) , 8. 63 (1H, t, J=5. 3Hz), 8. 90 (1H, 
d, J = 2. 8 H z) 

M&\ 15 3 

N- [ (4 2 - KU -5-r:hn-2-b°U^ 
>T=- > ( 1 5 Omg) ;i/ (2. 0ml) trb7tFD77> 

( 2 . 0ml) ^mmm^^M ( 1 0 %w/w, 5 0 %we t , 5 6mg) 

MJ±Tl!^5febTs N 2 - [ (4-*^;i/- *3\n/] -2, 

5 -try > (I33mg) £f#fco 

APCI-mass ;m/z2 15 (M+l) 

NMR (2 0 0MHz, DMS0-d6) : 5 ; 2. 25 (3H, s) , 4. 
29 (2H, br) , 4. 38 (2H, d, J = 6. 1Hz) , 6. 17 (1 
H, t, J = 6. 1Hz) , 6. 36 (1H, d, J = 8. 6Hz), 6. 
82 ( 1 H, dd, J = 2 . 8Hz, 8. 6Hz) , 7. 04 ( 1 H, d, 
J = 5. OHz) , 7. 13 (1H, s) , 7. 42 (1H, d , J = 2. 
7Hz) , 8. 33 (1H, d, J = 5. OHz) 

rn.rn.rn 154 

2-^DD-5--fDt'J^> (1. 3 5 g) s ( 3 2 -b 
US?;i/) p<^>T^> (4. 2g) th'Jxf/l/7^> (4. 7ml) 
h^bh*n^v> (2 0ml) 1 8^fi|#bfco W&®*fcK 

&#Aft> lB#^jft#bfco MLfcl»§IKb, *T?*fci*U SMV 
7nt^x-r;i/J:^;-ji/t»u Kiu N — [ (3-^;v-2 
-b';^;i/) p<^;i/] -5-- bV- 2-\?V¥>T$> (7 7 6mg) § 

APCI-mass ;m/z245 (M+l) 
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NMR(200MHz,DMSO-d6) : 6 ; 2 . 34 (3H, s) , 4. 
71 (2H, d, J = 4. 9Hz), 6. 79 (1H, d , J = 9. 2Hz), 

7. 24 ( 1H, dd, J = 7. 6Hz, 4. 8Hz), 7. 61 (1H, 
dd, J = 7. 6Hz, 0. 8Hz), 8. 13 (1H, dd, J = 9. 3 
Hz, 2. 7Hz), 8. 37 (1H, dd, J = 4. 8Hz, 1. 1Hz), 

8. 48 (1H, br) , 8. 92 (1H, d, J = 2 . 7Hz) 

m^m 1 5 5 

N- [ (3-^<5 L ;i/-2-t!U^;i/) p<^;i/] - 5 h n- 2 -h° u v 
y-r^y ( 2 0 0mg) — ;i/ (3. 0ml) J:rh7th*D77> 

(3. Oml) tfffi&ffi&jftX ( i 0%w/w, 5 0%we t , 9 Omg) 

«ffTT§Sbts N 2 — [ (3-^^;i/-2-t:i;^;i/) -2, 

5-KiJS?;i/S?7^> (147mg) £f#fco 
APCI-mass;ra/z215 (M+l) 

NMR (2 0 0MHz, DMS0-d6) : <5 ; 2. 31 (3H, s), 4. 
31 (2H, br), 4. 40 (2H, d, J=5. 1Hz), 5. 98 (1 
H, t, J = 5 . 1Hz), 6. 49 (1H, d, J = 8 . 6Hz), 6. 
85 (1H, dd, J = 8. 6Hz, 2. 8Hz), 7. 20 (1H, dd, 
J = 7. 5Hz, 4. 8Hz), 7. 49 (1H, d, J = 2. 6Hz), 
7. 57 (1H, d, J = 7. 4Hz), 8. 36 (1H, d, J = 4. 8 
Hz) 

1 5 6 

2-^nD-5--bD^iJ^> (1. OgK C3-^DD-5-(h 
V y -2-t:u^;v] p<^>t^> -m^m (1. 8 6 g) 

h h ij rc^;VT ^ > ( 1 . 7ml) f7hFD77> (10ml) tfj^B 
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7;i/^-D^^;i/) -2-h°';^;i/] - 5 -— h n - 2 - h° y z?>T 

(i. i 2 g ) s^feo 

APCI— mass ; m/ z 3 3 3 (M+l) 

NMR (200MHz, DMS O-d 6) : ; 4 . 94 (2 H, d, J = 
5. 6Hz) , 6. 79 (2H, d, J = 9 . 0Hz) , 8. 16 (1H, 
dd, J = 9. 3Hz, 2. 8Hz), 8. 49 (1H, s), 8. 66 (1 
H, br), 8. 87 (1H, d, J = 2. 8Hz), 8. 89 (1H, s) 

wmm i 5 7 

N- [ [3-^dd- (5-bij7Mn^f;i/) -2-t:ijy;i/] 
- 5- -hD-2-h°U^>7^> ( 3 0 0mg) (3. 
0ml) kf h7tHD77> (3. 0ml) 4tffi£}ft&£gjft (i 0 %w/ 
w, 50%wet, 8 5mg) ±©^1^^ AT?***H^,T 6 l©ffl**«R 
JPbfco »*l*il*U MM§MJITT-^5febTs N 2 - [ [3-^dd- 
(5-bU7Mn^^v) -2-b°U^;v] -2, 5-fc°U^;i/ 

> (3 1 5mg) £#fco 
APCI-mass ;m/z303 (M+l) 

NMR (2 0 0MHz, DMSO-d6) : ; 4 . 72 (2H, s), 6. 
55 (2H,br), 6. 70 ( 1 H, d, J = 8 . 9 H z) , 7. 03- 
7. 15 (3H,m), 7. 52 (1H, d, J = 8. 3Hz), 8. 88 
(1H, s) 

wmm 1 5 8 

2 - # n n - 5 - — Mn tr U S> > (1. Og) h 3 - tf 'J ^ >r ^ 
> ( 1 . 2 8ml) h7tFD77> (10ml) 4»$B£4Sl& 1 8 Bf d§ 
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U 7.kT-#fc#U ^Ib, 5-nhn-N- ( 3 - b° U - 2- 

fU^>T^> (1. 08g) §#fe 0 
APCI-mass ;m/z231 (M+l) 

NMR (200MHz, DMSO-d6) : 6 ; 4. 65 (2H, d, J = 
5. 8Hz) , 6. 65 (1H, d, J = 9 . 3 H z) , 7. 36 ( 1 H, 
dd, J = 7. 7Hz, 4. 8Hz), 7. 73 (1H, dd, J=l. 8 
Hz, 7. 8Hz), 8. 15 (1H, dd, J = 9. 3Hz, 2. 8Hz), 
8. 47 (1H, dd, J = 4. 8Hz, 1. 5Hz), 8. 57 (1H, 
d, J = l. 9Hz), 8. 62 (1H, t, J = 5. 7Hz), 8. 92 
(1H, d, J = 2. 8 H z) 

mmm 159 

5-rhn-N- ( 3 - 1: u ^;v^5f-;i/) -2-h°u^>T^> (400 
mg) (D*$J— ))y (5. 0ml) t^h^tFD7^> (5. 0ml) * 
( 1 0 %w/w, 5 0%wet, 1 60mg) ±©;17^^A 
^7km#H^T6B#P^7j<^«bfeo $y«&iiSU ii^MffiT-efSb 
N 2 - ( 3 - t: 'J S^W^l/) - 2, 5 -t°U S^l/^T^ > (3 3 0m 

g) £f#fco 

APCI-mass ;m/z201 (M+l) 

NMR (2 0 0MHz, DMSO-d6) : 6 ; 4 . 31 (2H, br) , 
4. 36 (2H, d, J = 6. 2Hz), 6. 21 (1H, t, J = 6. 2 
Hz), 6. 34 (1H, d, J = 8. 6Hz), 6. 82 (1H, dd, 
J = 8. 6Hz, 2. 8Hz) , 7. 29 (1H, dd, J = 7. 8Hz, 
4. 8Hz), 7. 43 (1H, d, J = 2. 7Hz), 7. 69 (1H, 
d, J = 7. 8Hz), 8. 40 (1H, dd, J = 4. 8Hz, 1. 5H 
z), 8. 52 (1H, d, J= 1 . 9Hz) 
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mmm 1 6 o 

2 -^nn- 5 -n hDb-U^> (1. Og) £.2- (2-fc.°>J^;i/) ^ 
66ml) 0rh7tFD75> (6. 5 m 1 ) t^tM^tJ 

;iO -2-tTU^>T^> (1. 5 g) £f#fc 0 

APCI-mass ;m/z245 (M+l) 

NMR (2 0 0MHz, DMS0-d6) : 6 ; 3 . 02 (2H, t , J = 
7. 3Hz), 3. 78 (2H, br) , 6. 55 (1H, d, J = 9. 4 
Hz) , 7. 23 (1H, dd, J = 7. 6Hz, 4. 8Hz), 7. 28 
(1H, d, J = 7. 9Hz) , 7. 71 (1H, td, J = 7. 7Hz, 
1. 8Hz), 8. 09 (1H, d, J = 7. 2Hz), 8. 21 (1H, 
br), 8. 51 (1H, d, J = 4. 8Hz), 8. 92 (1H, d, J 
= 2 . 7 H z) 

m&m 1 6 1 

5 hn-N- [2- (2-t:u^;v) ^t-jv] - 2 -t: u > 

(2 0 0mg) <fr*$J— )]/ (3. Oml) i:rh7tf*D77> (3. 0 
ml) Wl^l(10%w/w, 5 0%wet, 8 0mg) ±©/\'7 

g^bTs N 2 - [2- (2-tru^;v) - 2, 5-t°>j^;v^r 

5 > ( 1 8 4mg) §f#feo 
APCI-mass ;m/z215 (M+l) 

NMR (200MHz, DMS0-d6) : S ; 2 . 93 (2H, t, J = 
7. 4Hz), 3. 47 (2H, td, J = 7. 4Hz, 5. 9Hz), 4. 
27 (2H, s), 5. 60 (1H, t, J = 5. 9Hz), 6. 29 (1 
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H, d, J = 8 . 6 H z ) , 6. 81 ( 1 H, dd, J = 8 . 6Hz, 2 . 
8Hz) , 7. 20 ( 1 H 5 dd, J = 7. 5Hz, 4. 9Hz), 7. 2 
5 (1H, d, J = 8 . 6Hz), 7. 47 (1H, d, J = 2 . 7Hz), 
7. 68 (1H, td, J = 7. 6Hz, 1. 9Hz), 8. 48 (1H, 
d, J = 4. 0 H z) 

mmm 1 6 2 

5-^DD-l, 3-^^>y7§> (1. 43g) ©r b 7 t b* D 7 
•7 > (10ml) 0 °C^#H^TT" n - U ^ ^ A ( 5 . 8 m 

1) ^A^VlTttifeo ft»Dfeo 3 0^U 

I, 2-^>y>T V#3M*-\/— ;i/ (0. 77g) SKljP^fco 0°Ctfl 

mnvfeo 7jk domi) ^itu mm^jv (ioomi) N *(io 

0ml) £#PiU ^llfco 1 NJEfe^ (2ml) %m?Lfz7k (5 0ml) "C 

3 nu isfnjK»*3fc± h u ^ a***-?? 2 m £&m&"e$c&v, mm-??* 
fi/>T-siiu n - 1 - ( 1 , 2 v^-^-y-y— ;v - 3 --r;i/) 

-5-7DD-1, 3-^>^>^T^> (0. 6 3'g) ^Mii:bt 

mp 192-194 °C 
MS : 2 6 0 (M+ 1 ) 

NMR (DMSO, 6) : 5. 49 (2H, s), 6. 23 (1H, dd, 
J = 1 . 8Hz, 1. 8Hz), 6. 92 (2H, s), 7. 3 2- 7. 4 
1 ( 1 H, m) , 7. 58-7. 70 ( 2 H, m) , 8. 13 (1H, d, 
J = 7 . 9Hz) , 9. 42 (1H, s) 
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Wrm&+ (H 2 O) 0 . 05 :C;59. 9 2, H; 3. 9 1, N ; 1 6. 12 
:C;60. 15, H; 4. 02, N; 15. 76 

mmm 1 6 3 

7 — h • a tffofc&^ffi 
MS : 2 7 8 (7 U— #:+ 1 ) 

NMR (DMSO, 5) : 2. 05 (3H, s) , 2. 77 (3H, s) , 
3. 4-3. 7 (8H.ni), 7. 08 (2H, d , J = 9 . 1 H z) , 7. 
8 4 (2H, d, J = 9. 1Hz) 

mmm 1 6 4 

7-^nn-2, 3-^fc FD-^vV 1 [b] h°> 4 -#;i/tf?>g? 

( 1 5 7mg) <DMfc*?-]s> (3ml) #»»$*fc£'fb U ;i/ (0. 
16ml) hN, N-^^^V*;i/A7^ F (— 5S) M^^mU 

3-7^t"'J^>(66mg) ©ttHb**-U> (3 ml) ht!U^> (0. 
17ml) ±m^t>tifzmmhm(D^b*^ls> (3ml) 

fJVTSflL, 7-£ no- 2, [b] * 

^-feb°>4-^;i/^>^b°U^>-3--r;i/T^ F (168mg) 
APCI-mass ;m/z301 (M+H + ) 

1 H — NMR (DMSO-d6) : 6 ; 2 . 98 (2H, t, J = 4 . 3H 
z), 4. 27 (2H, t, J = 4. 6Hz), 7. 01 (1H, d, J = 
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8. 7Hz), 7. 2-7. 5 (3H, m) , 7. 56 (1H, d, J = 2. 
6Hz), 8. 11 (1H, d q, J = 8 . 3Hz, 1. 5 H z) , 8. 2 
9 (1H, dd, J = 4. 7Hz, 1. 4Hz) , 8. 85 (1H, d, J 
= 2. 1Hz) , 10. 16 (1H, s) 

mmm 1 6 5 

8 h^>- 2 , 3 -S?fc h*P-^>y [b] ^-fetf>4-#;i/tf?> 
i(103mg) CDMIk* fl/Xlml) ^HS^tJEg-fh^-^-y- U ;K 0 . 
lml) fcN, N-^^W;i/A7^ F (-?&) £fln*x i^H^gSf 

3-?>^iJi?>(49mg) O^b^^UV (2ml)htf'J^>(0. 

i7mi) ^mmmz, ±m-vm<bntcmmkm(D^k*zf L u> (2mi) 
*mm%—m?~?m^ m&m % mux 2 mmmw l tz 0 m&m%mt*?- 

-r/V-e»#bts 8-^h3^>-2, 3-^tFD-^>^ [b] W 

t:>4 -#;i/tf?>§?t: u i^>- 3 --(jits, p (I03mg) £f#fc 0 

AP C I -ma s s ; m/z 2 9 7 (M+H + ) 

1 H — NMR (DMS0-d6) : 6" ; 2 . 94 (2H, t, J = 4. 6H 
z), 3. 77 (3H, s), 4. 26 (2H, t, J = 4. 6 Hz) , 6. 
55 (1H, d, J = 2. 5Hz) , 6. 68 (1H, dd, J = 2. 3H 
z, 8. 6Hz), 7. 26 (1H, s), 7. 3-7. 5 (2H, m), 
8. 10 (1H, d, J = 8. 4Hz), 8. 27 (1H, d, J = 3. 4 
Hz), 8. 85 (1H, d, J = 2. 3Hz), 10. 06 (1H, s) 

mmm 1 e 6 

8 - p< h^>- 2 , 3 - i^t KD-^>v" [b] t.°>4 
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t(103mg) ©Jfiffc* fl/>(lml) *IWtMt^^ 'j;v(0. 
lml) £N, N-^^fMjVA7^ h* (-^) £#D;l. i^i^^f 

3-7U^iJ^>(49mg) <DMib*?-ls> ( 2 m 1 ) t tr U ^ > ( 0 . 
17ml) tM«£s ±l3-et#^nfc^'ft:tJ©^bp<^l/> (2ml) 

t^m^-^s mmrirmm^^^Ltco y-jpt^ vrntvi/^ 

^>4-£;i^>S£t:y ^>-4-^;i/T^ h* (6 2mg) £f#fc 0 
APCI— mass ; m/ z 2 9 7 (M + H + ) 

1 H — NMR (DMSO-d6) : c5 ; 2 . 93 (2H, t, J = 4. 5H 
z) , 3. 77 (3H, s) , 4. 26 (2H, t , J = 4. 6Hz), 6. 
55 (1H, d, J = 2. 5Hz) , 6. 69 (1H, dd, J = 2. 6H 
z, 8. 4Hz), 7. 25 (1 H, s) , 7. 38 (1H, d, J = 8. 
6 H z) , 7. 68 (2 H, d, J = 6. 1Hz) , 8. 43 (2 H, d, 
J = 6. 1Hz) , 1 0. 2 1 (1H, s) 

mmm 1 6 i 

(2E) -N- (3-7U-5-^nn7x-jV) -3- ( 1 H — -f > F 
MS : 3 1 2 (M+ 1) 

NMR (DMSO, tf) :5. 4 3 (2H, s) , 6. 28 (1H, dd, 
J= 1 . 9Hz, 1. 9Hz), 6. 77 (1H, d, J=15. 6Hz), 
6. 82 (1H, dd, J = 1 . 9Hz, 1. 9Hz) , 7. 02 (1H, 
dd, J=l. 9Hz, 1. 9Hz), 7. 18-7. 25 (2H, m), 
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7. 44-7. 50 ( 1 H, m) , 7. 74 (1H 3 d 3 J=l 5. 6Hz), 
7. 83 (1H, s), 7. 91-7. 97 (1H, m) , 9. 81 ( 1 H, 
s) , 11. 64 ( 1 H, s) 

mmm 16 8 

5 -y^U^-n^ym (l.Olg) 'Jx^7 5> (0 . 7 3ml) 
©i£i-7^;-Jl/ (1 5ml) tfMHrt^^^^-;i/^^^U;i/Tif^ 
K ( 1 . 0 8ml) Ul^feo 6 UMblixf jl/fffitfe, 

5 0 g§ffl^fe*7A^DY h^7 7^-tliU 2%**^— ;i/©4frfb 
7<^-l/ >4JT^mbT> 3 5 -m~B.~Zf h^r-y^)V^=.)\yT ^ 

(1. 12g) §f#feo 
ESI— mass ; m/ z 2 9 5 (M + N a + ) 

1 H — NMR (DMSO-d6) : (5 ; 1 . 53 (9H, s) , 6. 78 (1 
H, broad s) , 8. 34 (3H, s) 

16 9 

3 -^n^- 5 -m~m.--?h3ry±i)i7$-)\s'r* ; t y *jy (4 l 0m 

g) s (3 - try ifs^y (2 8 7m,g) N ^ h (by 

7i-/^X70) ^5>£A (87mg) N ^h^-n-^Ty^- 
^Ay'^-Jl (48mg) 0rh7bFD77> (10ml) 4*jB!8i&fc:#iit 

(2 9 7m g ) &fln*. N m^m^i 2mmmm.vtco 
iT^^^A^i$tiflETtii§f*bfeo a^^^y*y;i/2 5 

gSffl^feA^A^DYh^^y^f-iriMu 5 J—frvUlk*?- 
yy^-emttiisX, [3, 3 ' ] -if try i^;v5 --r ymm~ 
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m.-y^-JV^^^JV (2 0 lmg) §f#feo 
ESI— mass ; m/ z 2 9 4 (M + N a + ) 

1 H — NMR (DMSO-d6) : 6 ; 1 . 5 4 ( 9 H, s) , 6. 83 (1 
H 3 broad s ) , 7 . 3-7. 5 ( 1 H, m) , 7. 91 ( 1 H, d 
t, J = 8 . 0 Hz, J = 2. 0Hz) , 8. 30 (1H, s) , 8. 43 
(1H, d, J = 2. 5Hz) , 8. 51 (1H, d, J = 2. 0Hz) , 
8. 65 (1H, dd, J = 4. 9Hz, J=l. 6Hz), 8. 87 (1 
H, d, J= 1 . 7Hz) 

mmw 1 7 0 

[3, 3 5 ] tfh'U s?;v5 ->f;i/-3tj;wt^ >^i3I-7^/i/x^r/i/ 
( 1 0 Omg) (1ml) |§M£ 1 2 NiM (0 . 5ml) & 

£^ V7D tVl/^-^;V-e^#b, 3-T^y-5- (t° 

U^>-3-^;V) K'JS»rl»I(8 4mg) £t#fco 

ESI -ma s s ; m/z 172 (M (7 V — #:) +H + ) 

'H-NMR (DMSO-d 6) : 6 ; 7. 9-8. 1 (3H, m) , 8. 

14 ( 1 H, d, J = 2 . 3 H z) , 8. 50 ( 1 H, d, J = 1 . 4Hz), 

8. 55 (1H, d, J = 8. 6Hz), 8. 87 (1H, dd, J = 5. 

4Hz, 1. 4Hz) , 9. 16 (1H, d, J=l. 8Hz) 

mmm 1 1 1 

9 R-yjV^-]y>- 1 ( 0 . 4 9 g) (Dmt*?-V> (2m 

i) mmzmn-emh**y-V)v (o. 4 mi) tmmmcDN, n 

J^T^U (5ml) ff^Q^ 9H-7M 
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5 -t x ; --^^>m*7-)v (o. 5 3 g) ®mt*^is> (5mi) m 

mte 0°C-?r t: V i>> (1. 0ml) fci^D ij KM§Mfec 0 o C-eiBf 

bb«#^ u mm%vvj* (10%) h 

?Sfc# b s * U t> A T %Mfc b fz o 
ilSSSUtaSm ^^V7*DfJVx»r;^»U 5- [ (9H 

1 -^;i//K-;i/)-T^ J ]--3^>i^f;i/x7rM 0 . 
4 9 2 g) £#fco 

AP C I -ma s s ; 3 4 5 (m/z, [M + H] + ) 
NM.R (DMSO-d e , d) ; 3. 93 (3H, s) , 4. 24 (2H, 
s ) , 7 . 35-7. 44 (2H,m), 7. 55-7. 66 ( 2 H , m) , 
7. 82 ( 1 H, d, J = 7 . 6Hz), 7. 99 ( 1 H, d, J = 6 . 4 
Hz), 8. 16 (1H, d, J = 7. 2 Hz) , 8. 80-8. 89 (2 
H, m) , 9. 17 (1H, d, J = 2. 4 H z) , 10. 77 ( 1 H, s) 

Sgjgfll 17 2 

5- [ (9 R-7 1 -pjl/tf—)]/) -T^y] 

(0. 1 0 5 g) <D*# J— )V (3ml) **«Ct — 
zMUIfcj (0. 5 6ml) £#D;L N ?0M§MT6^Mlfeo g?& 

>- 1 ( 5 - 1 K^yy *;V5t?— ;i/-bry 3 --f ;i/) - 

K (8 5mg) £f#fco 
APCI— mass ; 34 5 (m/ z , [M + H] + ) 
NMR (DMSO-d 6 , d) ; 4. 23 (2H, s), 4. 61 (2H, 
brs), 7. 35-7. 50 ( 2 H, m) , 7. 55-7. 67 (2H, 
m), 7. 80 (1H, d, J = 7. 6 Hz) , 7. 98 (1H, d, J = 
6. 7 H z) , 8. 15 (1H, d, J = 6 . 8 H z) , 8. 63-8. 6 
6 (lH,m), 8. 72 (1H, d, J = 1 . 8Hz), 9. 06 (1H, 
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d, J = 2. 4Hz), 10. 00 (1H, s) , 10. 68 (1H, s) 

mmmi 

4iH^I5i:^^©7^>§ff bfco }££PU 7kT#lRU 1 N*KYb^- 
hU^A^SPx., 10 : 1 lib^ f - 1/ ^ y -/1/T»i[t} b (2 0) o 

p<^y-;i//^>^^T) &i^**v>-;i/-eis*giiu N- [3 

- (^U^>^/V7^7) 7x"M 7x-;i/7-fe h7^ F^flfeo 
mp : 213-214 °C 

IR(KBr) : 3 4 8 3, 3328, 1683, 1635cm- 1 
MS : 3 3 0 (M+ 1 ) 

NMR (DMSO, 5) : 3. 62 (2H, s), 6. 24(2H,br s), 

6. 52 (1H, d, J = 6 . 9Hz), 7. 09-7. 55 (llH,m), 

7. 88-8. 01 (2H, m), 10. 07 (1H, s) 

mMm 1 t^IiCbtN- [3- U y^>j;;v7^ y ) ^ 
>tA7= K^fco 
mp: 115-117 °C 
I R (KB r) : 1 6 7 2, 1630 cm" 1 
MS : 3 4 2 (M+ 1 ) 

NMR (DMSO, 6) : 6. 45 (2H, br s) , 6. 60 (1H, 
d, J = 7. 2Hz), 6. 85 (IE, d, J = 1 5 . 7Hz), 7. 2 
1-7. 71 (12H, m), 7. 93-8. 00 (2H, m), 10. 1 
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4 ( 1 H, b r s) 

7c5fS##r : 

+ (H a O) x / a (EtOAc) j / 3 :C;7 4. 3 8 3 H;5. 
97, N; 11. 15 

mmm :C;7 4. 44, H; 6. 00, N; 10.92 

mmm 3 

3 - (1, 2 a- ;P- 5 T-U > (9 4mg) N 

2 -^700^7-^^(9 lmg), 4-^^^-;VT5.y t'i;^>(2 4mg), 
*5j;tF^^Dnp<^> (2. 5ml) Igf 1 - [3- 

7°Dt:;i/3 - 3 - j.^;i/^;i/^^-f ^ f • &&Jfi (l 5 3mg) 

itmz., 2bp^> a#bfeo mm^jv (5 0mi) -<?#iru 7jc (3m, 

# 2 5 m 1 ) , Mmmmm± h U # A*** ( 3 Hk #25ml) N ^7jc 
(5 0ml) 7?t5fe#U Mvn^"7At«U iMU @*bfco 

iu wm^^fr/y^fr^—^fr-fribmm^ki;, (2E) -n- 3 - 

(1, 2 5 --f ;i/) 7 3 - (2-^DD 

r^-;]/) - 2-7n^>75 F (1 5 lmg) £f#£ 0 
mp : 105-109 °C 
MS : 3 5 2 (M+ 1) 

NMR (DMSO, 6) :2. 36 (3 H, s) , 3. 56 (3 H, s), 
6. 86 ( 1 H , m) , 6. 90 (1H, d, J = 1 5 . 7Hz) , 7. 1 

5 (1H, d, J = 7. 7Hz), 7. 34-7. 70 ( 5 H, m) , 7. 
74-7. 85 ( 2 H, m) , 7. 90 ( 1 H, d , J = 1 5 . 7Hz), 
10. 42 ( 1 H, s) 



MM 4 
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mmmstmmzvxs 3- (1, 2, 4-hjt^~ jv-i-^jv) t 

-U>fr£>, (2E) -N-3 - (1, 2, 4-h'j7V-;i/-l-^;i/) 
7 rc-;i/- 3 - (2 -7UU7 - 2-7°]3^>T* K£#fco 

mp : 201-202 °C 
MS : 3 2 5 (M+ 1 ) 

NMR (DMSO, 6) : 6 . 91 ( 1 H, d, J = 1 5 . 7 H z) , 7. 
42-7. 84 (7 H, m) , 7. 92 ( 1 H, d, J = 1 5 . 7 Hz) , 
8. 26 (1H, s) , 8. 32 (1H, dd, J=l. 7Hz, 1. 7H 
z) , 9. 28 ( 1 H, s) , 10. 61 ( 1 H, br s) 

^Jte09 3 hleia^ Its 3- T-U>^e>, (2E) 

-N-3 - (5 -tf>; 7i -;v_3- (2-^nn7xr;v) - 

2-7D^>7^ F£#fco 
mp : 193-194 °C 
MS : 3 3 6 (M+ 1 ) 

NMR (DMSO, 6) : 6 . 93 (1H, d, J = 1 5 . 7Hz) , 7. 
41-7. 62 (4H, m), 7. 75-7. 85 (2H, m), 7. 92 
(1H, d, J=l 5. 7Hz), 8. 10 (1H, s), 9. 10 (2H, 
s), 9. 22 (1H, s), 10. 52 (1H, s) 

mmms tmmizi.r, 3- a, 2-^^;w ;i/-5-^;v) 

l) (2E) -N-3 - (1, 2 -2>**-;W 5 - 

>T;v) 7 zc 3 - [2- (>iJ7MD^?-;i/) 7rc-;i/] - 2-7n 

mp : 2 8 0 - 2 8 1 °C 
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MS : 3 8 6 (7 <J— + 1 ) 

NMR (DMSO, 6) : 2. 66 (3H, s) , 3. 69 (3H, s) , 
7. 02 (1H, d, J=l 5. 4 Hz) , 7. 26 (1H, d, J = 7. 
8Hz), 7. 55 (1H, t, J = 7. 8Hz), 7. 60-7. 98 (7 
H, m), 8. 08 (1H, br s) , 10. 88 (1H, s), 13. 

5 ( 1 h, b r s) 

mmm3 hmmzLx, 3- u, 2, 4- h vt^j-jv- 1 --010 7* 

-U >fr&> (2E) -N-3- (1,2, 4-h'j7^-l-^f/V) 
[2- (F'J7JI/^d^^1/) 7ir;i/] -2-7°d^>t 

mp: 190-191 °C 
MS : 3 8 1 (M + Na) 

NMR (DMSO, <5) : 6. 92 (1H, d, J=l 5. 4Hz), 7. 
48-7. 75 (4H, m), 7. 76-8. 00 (4H, m) , 8. 26 
(1H, s), 8. 34 (1H, br s), 9. 29 (1H, s), 10. 

6 6 ( 1 H, s) 

$mm 8 

mmm3 tmmizLx, 3-(5-tn^jv) 7-'j>ip?,, (2e) 

-n-3- (5-tru 7i-^-3- [2- (h';^;v^-D^^ 

mp : 181-182 °C 
MS : 3 9 2 (M + Na) 

NMR (DMSO, 5) : 6 . 94 (1H, d, J = 1 5 . 3Hz), 7. 
50-7. 96 (8H,m), 8. 12 (1H, s), 9. 10 (2H, s), 
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9. 2 2 (1H, s) , 10. 5 7 (1H, s) 

mnffl3 tmffitelsT^ ; - 6 - (2 3 -If u^;i/^- 

=¥■5/) t°U^>fr£>, (2E) -N- [6- (2-^^;i/-3-t:'J^;i/^ 
try 3 ->f - 3 - [2 - ( h U 7;i/tD^^l/) 7 

mp : 214-216 °C 
MS : 4 0 0 (M+ 1 ) 

NMR (D M S O , 6) : 2. 31 (3H, s) , 6. 87 (1H, d, J 
= 15. 4Hz), 7. 15 ( 1 H, d, J = 8 . 8Hz), 7. 30 (1 
H, dd, J = 8 . 1Hz, 4. 7Hz), 7. 52 (1H, dd, J = 8 . 
1Hz, 1. 4Hz), 7. 64 (1H, t, J = 7. 6 Hz) , 7. 74 
-7. 94 (4H, m), 8. 22 ( 1 H, d d, J = 8. 8Hz, 2. 7 
Hz), 8. 33 (1H, dd, J = 4. 7Hz, 1. 4Hz), 8. 38 
(1H, d, J = 2. 6Hz), 10. 55 (1H, br s) 

$mm i o 

m^-, jSSETlBSIiBin&bfco tfrSPU ®3cbfc&x ^nn^^x 3- 

UtoU (3E) -N- [3- (>r **V— 1 ->f ;i/) -4 

-7irjl/-3-7r>7^ F£t#fco 

mp : 130-133 °C 

IE :1 6 8 0 cm -1 
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MS : 304 (M+ 1 ) 

NMR (DMSO, <5) : 3. 20-3. 40 (2H,m) ) 6. 35-6. 
55 (1H, m) , 6. 58 (1H, d, J=l 6Hz) , 7. 12 (1H, 
s) , 7. 20-7. 60 (8 H, m) , 7. 63 (1H, s) , 7. 88 
(1H, br s) 5 8. 15 (1H, s) , 10. 27 (1H, br s) 

mmm 1 1 

3 - ( i , 2 i h->t 5 — r;v) - 5 

U > (9 5mg) s (2 E) -3 - (2 - ^DD7xr.;v) -2-37° 
P^>@£ (9 6mg) x 1 -t FD^M>^; h 'J7V-;V (7 lmg) „ 
4-^W^K';y> (64mg) k.mib**']/> (5ml) ©ygiir 

%oic l-^?-)i-3- (3 -s^^ts y 7°n tr;i/) *;i/^^-r ^ K • % 

(1 0 lmg) £^MT*3»#Tfc;&nit. mW%— flfetf»»fco 

(2E) - 3- (2-^nn7xn;H -N- [3- (1, 2-S^^;V- 
1 H — T 5 ^V— 5 --f - 5 h^r^o:-;!/] - 2-7n^> 
TS. p (11 4mg) ^iMihbtHfeo 
MS : 3 8 2 (M+ 1 ) 

NMR (DMSO, 6) : 2. 36 (3 H, s) , 3. 56 (3 H, s) , 
3. 80 (3H, s), 6. 71 (iH, br s), 6. 88 (1H, d, 
J=15. 6Hz), 6. 89 (1H, s) , 7. 31 (1H, br s) , 
7. 39 (1H 5 br s) , 7. 4-7. 5 (2H, m) , 7. 5-7. 
6 ( 1 H, m) , 7. 7-7. 8 ( 1 H, m) , 7. 89 ( 1 H, d , J = 
15. 6Hz) , 10. 40 (1H, br s) 



mm i 2 
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mmm 1 1 hmm^hxrm^m^mtzo 

(2E) -N- [3-^DD-5 - (1, 
)l- 5 --f;i/) 7irjl/] -3- (2-^DD7x-jl/) - 2-7D^>7 
5 K 

MS : 3 8 7 (M+l) 

NMR (DM b cT, 6) : 2. 36 (3H, s) , 3. 57 (3H, s) , 

6. 86 (1H, d, J=l 5. 7Hz) , 6. 96 ( 1 H, s) , 7. 2 
2 (1H, br s), 7. 4-7. 5 (2H, m),. 7.5-7.7(1 
H, m) , 7. 6 3 ( 1 H, b r s), 7. 7-7. 9 (IH.br s), 

7. 8 8 (1H, br s) , 7. 91 (1H, d, J=15. 7Hz), 
10. 60 (1H, br s) 



mmm 1 3 

mmm 1 1 tmm^vxrm^^ntzo 

(2E) - N - [3— [ [ (2-^DD-4-fU T 5. ^ ] ^ 

7xr;i/] - 3- [2- (hU7;WD^f;i/) 7x.n;i/] -2-7n^v 

MS: 4 3 2 (M+ 1 ) 

NMR (DMSO, <5) : 4. 35 (2H, d, J = 5 . 9Hz), 6. 5 
2 (1H, br s) , 6. 5-6. 6 (1H, m) , 6. 90 (1H, d, 
J = 1 5 . 4Hz), 7. 0 6.(1 H , d , J = 7 . 6 H z ) , 7. 2-7. 
4 (lH,m), 7. 5-7. 7 (4H,m), 7. 7-8. 0 (5H,m), 
10. 37 (1H, br s) 

mmm 1 4 

s-^^w^i/^-*-^ 5 -5 s — . h . s^^mrnm (2 7 9mg) „ (2 

E) -N- (3-7^77x-^) -3- (2-* h 7 ;c -;v) -2- 
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7°U^>T$. K (13 4mg) N J&T$y>& J—)\s (2ml) 2 B#P^ 

JS«S£ bfco MMTfttljJgU ffifls* (50ml) , ?K (50ml) , 1 

N?m<hi-bV^A (2ml) «fc««l**icLfco zJOg&ffifc.* 

l/> (2 0ml) tiffi (2IH) Lfco ifflt^fot, f*!tir^^>^A 

>-p<^y-;i/-T>^^.77j<T^mb. M^^ft^S^llu (2 E) 

-N- [3- (-f ^ y-O^T^ J ) 7x-/l/] -3- (2-^h^^^ 
^-;v) _2-^n^>T^ K (1 5 Omg) SfiMii:btl|jk 8 
mp 219-221 °C 
MS : 3 7 2 (M+ 1 ) 

NMR (DMSO, 6) :3. 89 (3H, s) , 6 . 4 3 (2 H, b r s), 
6. 59 ( 1 H, d, J = 6 . 9Hz), 6 . 88 ( 1 H, d, J = 1 5 . 
8Hz), 7. 02 (1H, dd, J = 7 . 5Hz, 7. 5Hz), 7. 1 
0 (1H, d, J = 8. 1Hz), 7. 20-7. 33 (2H, m), 7. 
35-7. 54 (5H,m), 7. 57 (1H, d, J = 7 . 6Hz), 7. 
79 (1H, d, J = 1 5 . 8Hz), 7. 92-8. 04 ( 2 H , m) , 
10. 10 (IE, s ) 

nmm+ (H 2 O) 0 . 4 : C; 7 2. 9 6, H; 5. 80, N; 11. 1 
0 

:C; 72. 81, H; 5. 93, N; 10. 98 

mmm 1 5 

n- [ [3 - (i--rvdry y;i/r^ y) y^;i/] ^>tA7^ 
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mp 216-218 °C 

I R (7^3— ;i0 : 3 3 6 0 , 1660cm -1 
MS : 3 8 0 (M+ 1) 

NMR (DMSO, <5) : 4. 76 (2H, d , J = 5. 8Hz) , 6. 8 
0 ( 1 H, d, J = 1 5 . 7Hz), , 6. 90 ( 1 H, d, J = 5. 6Hz), 
7. 26 (1H, dd, J = 7. 7Hz, 7. 7Hz) , 7. 40-7. 7 
4 (12H, m), 7. 82 (1H, d, J = 5. 8Hz) , 8. 04 (1 
H, t, J = 5. 9Hz), 8. 32 (1H, d, J = 8. 1Hz), 10. 
14 ( 1 H, s) 

nnm 1 6 

mmm 1 4 tmmtz vxrm^^m^fto 

(2E) -N- [2 -7)Vitu- 5 - [ [-T^y ( 2 

7i-jl/] -3- (2-^DD7x-jl/) -2-7°n^.>^^ K 
mp 2 15-216 °C 
MS : 4 0 0 (M+ 1 ) 

NMR (DMSO, 6) :6. 49 (2H, s), 6. 54-6. 65 (1 
H, s), 7. 08-7. 25 ( 3 H, m) , 7. 38-7. 79 (7H, 
m), 7. 87 (1H, d, J = 1 5 . 7 Hz) , 9. 98 (1H, s) 

i+J¥lg :C;6 0. 0 7, H;3. 78, N; 10. 51 
mmm :C; 5 9. 9 8, H;3. 57, N;10. 42 

mmm 1 1 

mmm 1 4 tmmizLxrmoih^m^mtco 

(2E) -N- [2 -yjV^-u- 5 - (^^^>^/b7U) ?rc~;i/] 
- 3 - ( 2 -^nn7x-;v) - 2 -7°d^>t^ k 
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mp 189-191 °C 
MS : 3 9 4 (M + 1 ) 

NMR (CDC1 35 6) : 6. 4-6. 7 (3H, m) , 7. 14-7. 
29 ( 2 H , m) , 7. 40-7. 61 ( 6 H , ' m) , 7. 69-8. 00 
( 5 H, m) , 9 . 9 9 ( 1 H, s) 

mmm+ (H 2 O) 0 . 3 : C; 66. l 8, H ; 4. 44, N; 10. 5 
2 

mmm :C; 66. 21, H;4. 16, N; 10. 39 

$mm 1 8 

(2E) -N- [5 - [[ (5-^DD-2-^ h3ri/7x-jV) (>f * y) 

r^y] -2 -7;i/^-n^^-;i/] -3- (2 -Zuu? ^-jv) 
- 2 - 7° n ^ > ^ ^ K 
mp 229-230 °C 
MS : 4 5 8 (M+ 1 ) 

NMR (CDC1 3 , 6) : 3. 93 (3 H, s) , 5. 70 (2H, s) , 
6. 59 (1H, d, J=15. 5 H z ) , 6. 67-6. 75 (lH,m), 
6. 92 (1H, d, J = 8. 9Hz), 7. 11 (1H, dd, J = 10. 
7Hz, 8. 6Hz), 7. 26-7. 47 (4H,m), 7. 5 3 (1H, 
s), 7. 61-7. 69 (lH,m), 8. 05-8. 21 (3H, m) 
tkM^Jt : 

mmU+ (H 2 O) 0 . 2 :C; 6 0. 2 8, H; 3. 96, N; 9. 17 
mmm : C; 6 0. 3 7, H; 3. 76, N; 9. 14 



mm 1 9 
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(2E) — N — [3- [N 1 - (1, 3-^>^7^-;V-6-^;i/) T 
^i^y] - 3- (2-^nn7x-;i/) -2-rn^>r^ j* 

mp: 140-142 °C 
MS : 4 3 3 (M + 1 ) 

NMR (DMSO, 6) : 6. 48 (2H 5 br s) , 6. 91 (1H, 
d, J=15. 6Hz) , 7. 05 (1H, d, . J = 8. 6 Hz) , 7. 4 
1-8. 03 ( 1 0 H, m) , 8. 30 ( 1 H, s) , 9. 18 ( 1 H, s) , 
10. 48 ( 1 H, s) 

fHM + (H 2 O) ! / 3 ( C H 3 OH) ! : C ; 6 1. 2 0, H ; 4. 6 
4, N; 11. 9 0 

f^ffi :C; 61. 11, H; 4. 47, N; 11. 91 

mmm 2 0 

mmm 1 4 tmmiz vxrm<Dih^^mz 0 

(2E) -N- [3 - [N 1 — [4 - (1, 3-f7^-JV-4-^^) 7 
r^^y] -3- (2-^DD7x-;b) - 2-7n^ 

mp: 179-180 °C 
MS : 4 5 9 (M+ 1 ) 

NMR (DMSO, 6) :6. 40 (2H, br s), 6. 85-6. 9 
9 (3H,m), 7. 38-7. 70 ( 5 H, m) , 7. 74-8. 06 (6 
H,m), 8. 29 (1H, s), 9. 18 (1H, d, J=l. 9Hz), 
10. 47 ( 1 H, s) 

jcM^fr : 

BmiM+ (H 2 O) x . 25 : C ; 6 2. 3 6 , H;4. 50, N; 11. 
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6 4 



C; 6 2. 3 6, H;4. 52, N; 11. 36 



mmm 2 1 

mmm 1 4 tmwuz vxymoih^m^ntc^ 

(2E) -N- [3- [N 1 - [4- ( 1 H-b°^^-;i/- 1 7m 
-^J T^i?;] 7^-)V] - 3- (2-^DD7xrjP) - 2-7"D^> 

mp: 117-119 °C 
MS : 4 4 2 (M+ 1 ) 

NMR (DMSO, 6) :6. 41 (2H, br s) , 6. 51 (1H, 
s) , 6. 85-7. 00 (3H, s) , 7. 35-7. 95 ( 1 1 H, m) , 
8. 29 (1H, s) , 8. 41 (1H, s), 10. 47 (1H, s) 

Thmmn : 

mmU+ ( H 2 O ) ! . i : C; 6 5. 0 3, H;4. 85, N; 15. 1 
7 

mmm. :C;6 4. 8 2, H;4. 81, N; 15. 10 
HW'J 2 2 

(2E) -N- [3- [N 1 - [4- (1, 3-*^vr-;v- 5 — T ^) 
7 ;b] T^^y] 7z-ii/] -3- (2-^nn7x-jv) -2-rn 

Fmp : 115-117 °C 
MS : 4 4 3 (M+ 1 ) 

NMR (DMSO, 6) : 6. 46 (2H, br s) , 6. 90 (1H, 
d, J=l 5. 6 Hz) , 6. 94 (2H, m), 7. 41-7. 95 (1 
1 H, m) , 8. 28 (1H, s ) "8 . 38 (1H, s), 10. 46 (1 



WO 01/68585 



PCT/JPOl/01993 



116 

H, s) 

7G^S##f : 

(h 2 o) 0 . 8 (ch 3 o h ) x : c ; 63. 8i 3 h ; 5. 0 

7 , N ; 1 1 . 4 5 

mwm : C; 63. 81, H; 4. 83, N; 1 1. 5 1 

mmm 2 3 

mmm 1 4 i:H«citTia<ofls^»*»fe. 

(2E) -N- [3-^DD-5 - [ [ ( 5-7;\,*u-2 -X Y^ts? 
U 5. y ) r - 3 - (2-^nn7i^) 

mp : 2 3 8 - 2 3 9 °C 

MS : 4 5 8, 460 (M+ 1, CI mtiLfo) 

NMR (CDC 1 3 , 6) :3. 92 ( 3 H, s) , 5. 78 (2H, br 
s) , 6. 53 ( 1 H, d, J = 1 5 . 5Hz), 6. 78 ( 1 H, s), 
6. 93 (1H, dd, J=9. 0Hz, 4. 2Hz), 7. 02-7. 1 
9 ( 2 H , m) , 7. 24-7. 55 ( 5 H , m) , 7. 55-7. 65 (1 
H, m) , 7. 92 (1H, dd, J = 7. 7Hz, 3. 5Hz), 8. 1 
3 (1H, d, J=l 5. 5Hz) 
tg^^HJt : 

tmm+ ( H 2 0 ) o . 4 : C; 5 9. 3 4, H; 4. 07, N; 9. 03 
:C; 5 9. 3 2, H;4. 12, N;8. 75 

mmm 2 4 

mmm 1 4 hinafcLTTiBo-fh-^tJ^ttfeo 

(2E) -N- [3-^DD-5- [ [ (5-^nn-2-^F^>7i- 

;v) (-r^y) r^y] - 3- (2-7dd7i^v) 
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- 2 -7°V^>T ^ h* 
mp : 226-228 °C 

MS : 4 7 4, 476 (M+ 1 , CI |WK£#0 

NMR (CDC1 3 3 <?) : 3. 93 (3H, s) , 5. 72 (2H, br 
s) , 6. 53 ( 1 H, d, J = 1 5 . 6 H z) , 6. 79 ( 1 H 3 s) , 
6. 93 ( 1 H, d 3 J = 9. 0 Hz) 3 7. 08 (IE, s) , 7. 22 
-7. 46 (6H 3 m) 3 7. 58-7. 70 ( 1 H, m) , 8. 14 (1 
H 3 d, J=15. 6Hz) , 8. 17 (1H, s) 

gf^fjt :C;58. 19 3 H;3.82 3 N;8.85 
mmm : C; 5 8. 2 0, H; 3. 73, N; 8. 78 

mmm 2 5 

mmm 1 4 tmm^Lrrmo^^mrzo 

(2E) -N- [3 - [N 1 - (4-* h fr) 7 7 

;v] - 3- (2-^nn7 ^—jv) - 2 - y°u^>y ^ f 

mp : 1 2 9 - 1 3 1 °C 
MS : 4 0 6 (M+ 1 ) 

NMR (DMSO, 6 ) : 3. 74 (3H, s) , 6. 19 (2H, s) , 
6. 75-6. 96 (5H 3 m) 3 7. 35-7. 50 ( 3 H, m) , 7. 
53-7. 65 (2H 3 m) 3 7. 74-7. 80 ( 1 H, m) , 7. 84 
-7. 95 (2H, m) , 8. 26 (1H, s) , 10. 45 (1H, s) 

jaMfr'tif : 

=fJ¥{ji+ (H a O) o . 25 :C;67. 3 2, H; 5. 03, N; 10. 
2 4 

mmm :C; 6 7. 0 0, H;4. 97, N; 10. 24 
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mmm 2 6 

mmmi 4 hmm^^xym(D^^mrc 0 

(2E) -N- [3- [N 1 - [4- 

4--01/) 7 rc-;p] 7^y] -3- (2-^DD7x-jV) 

- 2 -7"D^>7^ F 
mp : 1 4 2 - 1 4 6°C 
MS : 4 5 6 (M+ 1 ) 

NMR (DMSO, <5) :3. 68 (3H, s) , 6. 3 0 (2H, br s) , 
6. 80-7. 01 (3H, m) , 7. 35-7. 81 (1 OH, m) , 7. 
83-7. 99 (2H, m) , 8. 26 (1H, s) , 10. 47 (1H, 
s) 

TcMfrtif : 

mmM+ (H 2 O) ! . 75 :C;64. 0 6 , H ; 5 . 27, N; 14. 
3 7 

HWi : C; 6 3. 9 9, H; 5. 28, N; 14. 16 

Hilifll 2 7 

N- [3- [-f^y (4 ->f V7D t:;i/T->j y ) 7 -2 

mp: 112-118 °C 
MS : 4 1 8 (M+ 1 ) 

NMR (DMSO, 6) : 1 . 21 (6H, d, J = 6 . 9Hz), 2. 8 
7 (1H, septet, J = 6. 9Hz), 6. 40 (2H, br s), 

6. 81-6. 98 (3H,m), 7. 20 (2H, d, J = 8. 1Hz), 

7. 38-7. 49 (3H, m), 7. 52-7. 66 (2H, m), 7. 
73-7. 80 ( 1 H, m) , 7. 82-7. 99 ( 2 H, m) , 8. 25 



WO 01/68585 



PCT/JPOl/01993 



119 

( 1 H, s) , 10. 47 (1H, s) 

(H 2 O) o . y :C;69. 7 4, H; 5. 95, N; 9. 76 
:C; 6 9. 76, H ; 6 . 01, N ; 9 . 66 

mrnm 2 8 

(2E) -N- [3- [N 1 - (4-t*V-4H-^n^i/-6->f;i/) 
rs-^y] - 3- (2-^nD7i-;i/) - 2-7°d^>7^ F 

mp: 151-156 °C 
MS : 44 4 (M+l) 

NMR (DMSO, 6) : 6 . 31 (1H, d, J = 6 . 0Hz), 6. 6 
0 (2H, br s) , 6. 81-6. 99 (2H, m), 7. 20-8. 
00 (10H,m), 8. 20-8. 39 (2H,m), 10. 48 (1H, 
s) 

mmm+ (H 2 O ) t . 3 ( E t 2 O) 0 . i :C;64. 2 6, H;4. 
5 8, N ; 8 . 85 

:C; 6 4. 25, H ; 4 . 47, N ; 8 . 58 

mmm 2 9 

mum l 4 h|iI«^bTTfB©{b^t)§#fco 

(2E) -N- [3-^DD- 5 - [ [ (5-^DD-2-^hdri/7i- 

;v) us-y) T^y] 71^] - 3- [2- (hij7;wn^ 

mp : 227-229 °C 

MS: 508, 510 (M+ 1 , C 1 Hffitffc) 
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NMR (CDC1 3 , 6) : 3 . 93 (3H, s) , 5. 69 (2H, s) , 
6. 48 (1H, d, J=l 4. 8Hz) , 6. 79 (1H, s) , 6. 9 
3 (1H, d, J = 8. 8Hz) , 7. 09 (1H, s) , 7. 26-7. 
78 (7H, m) , 8. 07-8. 18 (2H, m) 
juM^ff : 

:C; 56. 71, H;3. 57, N ; 8 . 27 
:C; 5 6. 36, H;3. 58, N ; 8 . 18 

mmm 3 o 

(2E) -N- [3-^DD-5 - [ [ ( 5 - 7 )]/*U - 2 h^7x 
(-T^y) T^y] -3 - [2- (hU7^tD 

7i-jH -2-7°d^.>t^ k 
mp: 213-214 °C 

MS : 4 9 2, 494 (M+l, CI mtiLft) 

NMR (CDC1 3 , 5) : 3. 92 (3H, s), 5. 79 (2H,br 
s), 6. 48 (1H, d, J=15. 3 Hz) , 6. 78 (1H, s) , 
6. 93 (1H, dd, J = 9. 1Hz, 4. 3 Hz) , 7. 02-7. 1 
9 (2H,m), 7. 39-7. 63 ( 4 H , m) , 7. 69-7. 77 (2 
H, m), 7. 89-7. 99 ( 1 H, m) , 8. 05-8. 19 (1H, 
m) 

7gSS##t : 

ff-Jffjt + ( H 2 0 ) x / 2 (CH3OH) ! :C; 5 6. 34, H ; 4 . 3 
5 , N ; 7 . 8 8 

HWfi : C; 5 6. 26, H;4. 28, N;7. 85 

mm 3 1 



WO 01/68585 



PCT/JPOl/01993 



121 



(2E) -N- [3-^PD-5- UU^;i/7^) 7i-jl/] - 
3- (2-^DD7i^Jl/) -2-7°n^.>T^K 
mp : 105-115 °C 
MS : 4 1 0 (M+ 1 ) 

NMR (DMSO, 6) : 6. 58 (3H, br s) , 6. 86 (1H, 
d, J = 1 5 . 7Hz), 7. 02 ( 1 H, s) , 7. 37-7. 64 (7 
H, m) , 7. 71-8. 05 (4 H, m) , 10. 38 ( 1 H, br s) 

TuMfrffi : 

(H 2 O) 0 . 2 :C ; 6 3. 8 4, H;4. 24, N; 10. 1 

5 

:C; 6 3. 8 4, H; 4. 06, N; 10. 08 

MMM 3 2 

mmm 1 4 ^nm^xym^^m^nito 

(2E) — n — [ 3 — h >; 7;i/^-D^^;i/- 5 - [ [-r ^ y (2 

p<^-;i/] T^y] -3- (2-7DD7ir;i/) - 2-7D^> 

mp206-208°C 
MS : 4 5 0 (M+ 1 ) 

NMR (DMSO, 6) :6. 74 (2H, br s), 6. 83-6. 9 
2 (2H, m), 7. 12 (1H, dd, J = 3. 7Hz, 3. 7 Hz) , 
7. 34 (1H, s), 7. 41-7. 51 (2 H, m) , 7. 52-7. 
63 (1H, m), 7. 65 (1H, d, J = 4. 7Hz), 7. 75-7. 
9 9 (4H, m) , 1 0. 5 4 ( 1 H, s) 

+ (CH 3 OH) 0 . B (H 2 O) 0 . s :C;54. 3 7, H;3. 
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8 2, N ; 8 . 85 

:C; 5 4. 0 8, H;3. 71, N ; 8 . 56 

mmm 3 3 

mmm 1 4 tmmiz hxrmo^m^nfto 

(2E) — N — [3-^DD-5 - [ (2-^^-;v) 7- 

^y] -3- (2-^DD7ir;v) - 2-7"D^>7^ p 

mp 123-124 °C 
MS : 4 1 6 (M+ 1) 

NMR (DMSO, 6) : 6. 59 (1H, dd, J=l. 8Hz, 1. 8 
Hz), 6. 67 (2H, br s) , 6. 86 (1H, d, J=l 5. 6 
Hz), 7. 03 (1H, s), 7. 11 (1H, dd, J = 5. 0Hz, 
3. 7Hz), 7. 41-7. 49 (2H,m), 7. 52-7. 67 (3 
H, m), 7. 72-7. 81 ( 2 H, m) , 7. 89 (1H, d, J = 
15. 7Hz) , 10. 38 (1H, s) 

nmm+ (h 2 o) 0 . 9 .-c; 55. 5 4, h ; 3. 9 1, n ; 9. 71 

mmiM :C; 5 5. 54, H;4. 02, N;9. 50 

mmm 3 4 

mmmi 4 tmm^vxrmo^m^mz 0 

(2E) -N- [3-7DD-5 - [ [-f^y (2-^^-;v) t 
^y] - 3- [2- (Fij7MD^^;!/) :7^-;v] -2-r 

mp: 178- 1 79 °C 
MS : 4 5 0 (M+ 1 ) 

NMR (DMSO, 6) :6. 60 (1H, dd, J = 1 . 7Hz, 1. 7 
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Hz) , 6. 68 (2H, br s) , 6. 87 (1H, d, J=15. 4 
Hz), 7. 03 (1H, s) , 7. 11 (1H, dd, J = 4. 9Hz, 
J = 3. 8Hz), 7. 75-7. 70 (3H, m), 7. 71-7. 95 
(5H, m) , 10. 4 4 (1H, s) 

fcMfr'tif : 

sYM-iM :C; 5 6. 07, H;3. 36, N ; 9 . 34 
mmW. : C; 5 5. 76, H ; 3 . 52, N;9. 20 

mnm s 5 

(2E) -N- [3-^DD-5 - (-f ^ y^>^;i/7U) 7x"jH - 

3 - [2 - ( h u 7;i/^-n^^;v) 7^— - 2 -^DAVT^ K 
mp : 137-139 °C 
MS : 4 4 4 (M+ 1 ) 

NMR (DMSO, 6) : 6. 76 (3H, br s), 6. 87 (1H, 
d, J=15. 3Hz) , 7. 02 (1H, s), 7. 41-7. 69 (5 
H, m), 7. 72-7. 95 ( 6 H, m) , 10. 42 (1H, s) 

nmm+ (h 2 o) x :C59. si, hm. 15, n ; 9. 10 

^fcHit :C59. 92, H;3. 99, N;8. 89 

mmm 3 6 

(2E) -N- [3-^>^y-5- ^ y^>i;ji/7^ y ) :7^-;V] - 
3 - [2 - ( h U 7;v^-n^^;i/) - 2-7n^>?^ K 

mp: 181-182 °C 
MS : 4 3 5 (M+ 1 ) 
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NMR (DMSO, 6) : 6. 69 (2H, br s) , 6. 88 (1H, 
d, J = 1 5 . 3Hz), 6. 96 (1H, s) , 7 . 34-7. 58 (4 
H , m) , 7. 64 ( 1 H , t , J = 7 . 6 H z ) , 7. 76-8. 03 (7 
H, m) , 10. 59 ( 1 H, s) . 

mmm s i 

mmmi 4^i5ja^bTTiB©^#?^f#fco 

N- [3- (^f^y^>^;i/7^y) 7x"iH -3- -2- 

mp: 156-158 °C 
MS : 3 5 6 (M+ 1 ) 

NMR (DMSO, 6) : 2. 11 (3H, s) , 6. 27 (2H, s), 

6. 57 (1H, d, J = 7 . 7Hz), 7. 21-7. 58 (12H,m), 

7. 91-8. 03 ( 2 H, m) , 9. 84 (1H, s) 

7uMfr$f : 

fHNt + (H 2 O ) J / 4 :C;76.,H;6. 0 2 , N ; 1 1 . 67 
flMii :C; 7 6. 7 5, H; 5 . 8 8 3 N; 11. 52 

mmm 3 8 

mmm 1 4 tmm^Lxrmo^m^mrco 

(2E) -N- [3- (>f ^ y ) 7 31 -3- (4-* 

- 2- 7°n^>T^ K 
mp: 147-149 °C 
MS : 3 5 6 (M+ 1 ) 

NMR (DMSO, 6) :2. 34 (3H, s), 6. 36 (2H, s), 
6. 58 (1H, d, J = 7. 7Hz), 6. 79 (1H, d, J = 1 5 . 
7 H z) , 7. 20 - 7. 60 ( 1 1 H, m) , 7. 89-8. 02 (2H, 
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m) , 10. 08 (1H, s) 

Sf|fL{ji+ ( H 2 O ) ! / 4 : C; 7 6. 7 5, H; 6. 02, N; 11. 6 
7 

:C;7 6. 7 9/H; 5. 80, N; 11.71 

mmm 3 9 

mmm 1 4 ^iwi«^bTTS3©^tj§t#feo 

(2E) -N- [3- (4 3. y ) !7rc-;p] -3- (3-p< 

-2-:7°n^>r3F 
mp : 179-180 °C 
MS : 3 5 6 (M+ 1 ) 

NMR(DMSO, 6 ) :2. 35 (3H, s), 6. 29 (2H, s), 
6. 56 (1H, d, J = 7. 4Hz) , 6. 83 (1H, d, J=15. 
6Hz), 7. 21-7. 59 (11H, m), 7. 93-8. 01 (2H, 
m) , 10. 09 ( 1 H, s) 

7G^^#f : 

Steffi + (H 2 0) 4/5 : C ; 6 7. 52,H;5. 38, N; 9. 92 
mmm :C; 67. 61, H; 5. 27, N; 10. 08 

mmm 4 0 

(2E) -N- [3- (-T 3. J ^y*J)V~7% J ) 7xr;i/] -3- (2-p< 
5^;i/:7^^;i0 -2-^D^>T^F 
mp: 109-114 °C 
MS : 3 5 6 (M+ 1 ) 

NMR (DMSO, 6) :2. 41 (3H, s), 6. 29 (2H, s), 
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6. 5 7 (1H, d, J = 7. 5Hz), 6. 75 (1H, d, J=15. 
6Hz) , 7. 19-7. 50 (9H, m) , 7. 56-7. 61 (1H, 
m) , 7. 80 (1H, d, J = 1 5. 6Hz), 7. 93-8. 01 (2 
H 3 m) , 10. 13 (1H, s) 

TC^^M-Jf : 

mmm+ (H 2 0) 5/4 :C ; 7 3. 0 9, H ; 6. 27, N; 11. 1 
2 

:C; 73. 1 7, H ; 6 . 3 0, N ; 1 0. 80 

mmm 4 1 

(2E) -N- [5 - [ [ ( 5 -?)},*u-2 h^-yy^-jv) U ^ 

J) T^J] 7z^] -3 - (2-b'j7/Vtn/fjV) -2- 

mp : 220-22 1 °C 
MS : 4 5 8 (M+ 1 ) 

NMR (DMSO, 6) : 3. 86 (3H, s), 6. 26 (2H, s), 

6. 58 (1H, d, J = 7. 2Hz), 6. 79-7. 42 (6H,m), 

7. 58-7. 70 (2 H, m) , 7. 76-7. 98 (4 H, m), 10. 
2 7 ( 1 H, s) 

:C; 6 3. 02, H;4. 19, N;9. 19 
:C;62. 80, H;4. 07, N;9. 09 

mmm 4 2 

mmm 1 4 tmm^^xTm^h^m^tzo 

(2E) -N- [3- [N 1 - T^y] -3- (2 
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-^DD7xr;i/) - 2 -7°n^>T ^ K 
mp : 8 2 - 8 4 °C 
MS : 3 7 6 (M+ 1 ) 

NMR (DMSO, 6) : 6. 23 (2H, s) , 6. 83-7. 03 (4 
H, m) , 7. 27-7. 49 ( 5 H, m) , 7. 53-7. 66 ( 2 H, 
m) , 7. 74-7. 95 (3 H, m) , 8. 27 (1H, s) , 10. 4 
6 ( 1 H, s) . 

mmm+ ( H 2 O ) x . 75 : C ; 6 4. 8 6, H; 5. 32, N; 10. 
3 1 

HMfit :C; 6 4. 7 8, H; 5. 31, N; 10. 29 

mnm 4 3 

mmm 1 1 tmmizvxrM^t^m^mr^o 

N- [3 - [ [ 1 lH-^>xV =• yv~;i/- 2 ->r;i/) 7^ j ] 

^ - 3- ( 2 -^nn7x-;i/) - 2-y°u^>T5, K 

mp : 188-191 °C 
MS : 4 1 7 (M+ 1) 

NMR (DMSO, 6) :3. 56 (3H, s), 4. 59 (2H, d, J 
= 5. 9Hz), 6. 88 (1H, d, J = 1 5 . 7H z) , 6 . 90-7. 
00 (2H, m), 7. 08-7. 21 (3H, m) , 7. 24-7. 39 
( 2 H, m) , 7. 40-7. 48 ( 2 H, m) , 7. 50-7. 60 (1 
H, m) , 7. 62-7. 79 ( 3 H, m) , 7. 86 (1H, d, J = 1 
5. 7Hz), 10. 29 (1H, s) 
7Cifc##f : 

ff-^tffi + ( H 2 O ) o . 33 : C ; 68. 18, H; 5. 34, N; 12. 
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: C; 6 8. 0 4, H; 5. 26, N; 12. 53 

mmm 4 4 

N— [6 — [ ( 2 — tr u 5f-;W ^ ^ y ] - 3 - u - 3 - ( 2 

mp : 1 6 4 - 1 6 5 °C 
MS : 3 6 5 (M+ 1) 

NMR (DMSO, 6) :4. 55 (2H, d, J = 6. 0Hz), 6. 5 
9 (1H, d, J = 8 . 9Hz), 6. 82 (1H, d, J=15. 6Hz), 
7 . 08 (1H, t, J = 5. 8Hz), 7 . 19-7. 35 ( 2 H , m) , 

7. 39-7. 46 (2H, m) , 7. 51-7. 59 (1H, m) , 7. 
65-7. 76 (3H, m) , 7. 82 (1H, d, J = 1 5 . 6Hz) , 

8. 23 (1H, d, J = 2. 5Hz), 8. 51 (1H, d, J = 4. 4 
Hz), 10. 06 (1H, s) 

TGMfrffi : 

HtH[{ji : C; 6 5. 8 4, H; 4. 70, N; 15. 36 
:C; 6 5. 9 2, H;4. 68, N; 15. 27 

mmm 4 5 

N- [6- [ (2^^-3-h"'J^;i/) ^r^^~\ -3-fc'D^;v] -3 
- (2 - ^DD7i-jl/) - 2-7°P^>T^ K 
mp: 187-189 °C 
MS : 3 6 6 (M+ 1 ) 

NMR (DMSO, 6) :2. 31 (3H, s), 6. 86 (1H, d, J 
= 15. 7Hz), 7. 15 (1H, d, J = 8. 8 H z) , 7. 30 (1 
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H , dd, J = 8 . 1 H z , 4 . 7Hz), 7. 41-7. 60 ( 4 H , m) , 

7. 74-7. 81 ( 1 H , m) , 7. 89 ( 1 H , d, J = 1 5 . 7Hz), 

8. 22 (1H, dd, J = 8. 8Hz, 2. 7Hz), 8. 33 (1H, 
dd, J = 4. 6Hz, J=l. 3Hz) , 8. 38 (1H, d, J = 2. 
6 Hz) , 10. 50 (1H, s) 

7c3f!##f : 

Hf^fit : C; 6 5. 6 7, H; 4. 41, N; 1 1. 49 
^Sflflt : C ; 6 5. 4 3, H; 4. 42, N; 1 1. 37 

mmm 4 6 

1 4 tH&fcLTT!a©ft^£^fco 
(2E)-N-[3-(-f ^^>^/l/7^) 7 - 3 - [2 - ( b 

'J7ji/tn^f-;i/) - 2 -7°d^.>t ^ h* 

mp : 82-84 °C 
MS : 4 1 0 (M+ 1 ) 

NMR (DMSO, <?) : 6. 30 (2H, br s), 6. 59 (1H, 
d, J = 7. 6Hz), 6. 91 (1H, d, J=l 5. 3 Hz) , 7. 1 
8-7. 50 (6H,m), 7. 63 (1H, dd, J = 7. 4Hz, 7. 
4Hz), 7. 71-8. 03 ( 6 H, m) , 10. 26 (1H, s) 
7tMfr%r : 

$mm+ (H 2 O) 0 . 7 : C; 6 5. 4 6, H; 4. 63, N; 9. 96 
:C;65. 47, H;4. 60, N;9. 86 

mum 4 7 

mm\n 1 4 tii3«cbTTi3©te^*»fco 

(2E) -N- [3- (-T ^ 7^>^;V7^ J ) 7 31 -3 - (4-^ 
DD7I-JP) -2-7°D^>7 7 ^K 
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mp : 109-110 °C 
MS : 3 7 6 (M+ 1 ) 

NMR (DMSO, 6) : 6. 2 9 (2H, br s) , 6. 56 (1H, 
d, J = 7 . 5Hz), 6. 84 ( 1H, d, J = 1 5. 7Hz) , 7. 1 
9-7. 57 (8H.ni), 7. 59-7. 71 (3H, m) , 7. 90- 
8. 0 3 (2H, m) , 1 0. 1 4 (1H, s) 

TcMfrffi : 

fUffg ( C H 3 OH) x : C ; 6 7. 6 2 , H; 5. 44, N; 10. 30 
:C; 6 7. 5 4, H; 5. 39, N; 10. 24 

mnm 4 8 

mmm 1 4 tmm^vxym^^m^mrco 

(2E) -N- [3- U j ) -3- (3-p< 

hdf-->7oi-;i/) -2-^°d^>t^F 
mp : 148-149 °C 
MS : 3 7 2 (M+ 1 ) 

NMR (DMSO, 6) :3. 81 (3H, s), 6. 44 (2H, br s), 
6. 60 ( 1 H , d, J = 7. 1Hz), 6. 84 (1H, d, J = 15. 
7Hz), 6. 98 (1H, d, J = 9. 1Hz), 7. 16-7. 49 (9 
H, m), 7. 54 (1H, d, J=l 5. 7Hz), 7. 90-8. 02 
(2 H, m) , 1 0 . 1 3 ( 1 H, s) 

It#fL{jI+ (Et 2 O) o. 5 (H 2 O) 0 . 2 :C;72. 8 6, H; 6. 
4 6, N ; 10. 20 

:C; 7 2. 6 6 , H; 6. 12, N; 10. 55 



Mm 4 9 
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mnm 1 4 hmmizLrrm^^^mtzo 

N- [3 - [ [>f * ; ( 1 1 H->r > 5 

mp; 143-148 °C 
MS : 3 9 5 (M+l) 

NMR (DMSO,d) : 3 . 83 (3H, s) , 6. 53 (2H, br s ) , 

6. 64 ( 2 H, br s) , 6. 85 ( 1 H, d, J = 1 5 . 5Hz) , 

7. 22-7. 59 ( 9 H , m) , 7. 60-7. 70 ( 2 H , m) , 7. 
85 (1H, br s) , 8. 19 (1H, s) , 10. 15 (1H, s) 

t\mU+ ( H 2 O ) o . 9 :C;73. 1 1 , H ; 5 . 84, N; 13. 6 
4 

:C; 7 3. 0 9, H; 5. 73, N; 13. 37 



N- [3 - [ (2-^y>j;i/T^y) -3 - (2-* 



mp: 170-171 °C 

MS : 414, 416 (M+l, CI mtiLfa) 

NMR (DMSO, 6) :4. 65 (2H, d , J = 5. 7Hz) , 6. 8 
4 (1H, d, J = 8 . 9Hz), 6. 88 (1H, d, J=15. 7Hz), 

7. 05-7. 21 (2H,m), 7. 30 (1H, dd, J = 8 . 0Hz, 

8. 0Hz), 7. 35-7. 93 ( 1 2 H, m) , 10. 28 (1H, s) 

nmm+ ( H 2 O ) 0 . 2 : C ; 7 1 . 92, H; 4. 92, N; 10. 0 
6 



mm 5 o 
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:C; 71. 91, H ; 4 . 82, N ; 9 . 99 

mmm 5 1 

mnm 1 4 £m%uzLXTm<D4h<&m&nft 0 

N- [3- [ [ [4- y^-)]y-[ t 

mp : 225-227 °C 
MS : 3 8 5 (M+ 1) 

NMR (DMSO,d) :2. 98 (6H, s) , 6. 39 (2H,br s) , 
6. 60 (1H, d, J = 7Hz) , 6. 73 (2H, d, J = 8. 9Hz), 

6. 85(lH,d,J=15. 6Hz), 7. 20-7. 7 0 ( 9 H, m) , 

7. 81 (2H 5 d, J = 8. 4Hz), 10. 13 (1H, s) 

Ttilft^M'ff : 

(H 2 O) 3 / 4 :C;72. 43, H;6. 46, N; 14. 0 

8 

mmm : c ; 72. 54,6.24, n; 14. 00 
mmm 5 2 

mmm 1 4 ^«£bTTiB©{hi§rtj£t#fco 

(2E) -N- [5- [ [ (^y) T 5. 

mp : 105-110 °C 
MS : 3 5 6 (M+ 1 ) 

NMR (DMSO, <5) :2. 38 (3H, s), 6. 65 ( 2 H, m) , 
6. 85 (1H, d, J=15. 7Hz), 7. 22-7. 84 (14H, 
m) , 10. 18 ( 1 H, s) 
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smm+ (H 2 O) ! . 25 :C;73. 0 9, H; 6. 2 7, N ; 11. 
1 2 

mmm :C; 7 3 . 1 4 5 5. 9 7 , N; 10. 84 

mmm 5 3 

mmm 1 4 hmniz x^xrmo^m^mrco 

(2E) -N- [3- (^ = y^>i;/l/7^) -3- (3-^7 

DD7i-Jl/) - 2 -y°ti^>T ^ F 
mp : 2 6 0 - 2 6 2 °C 
MS : 3 7 6 (7 U— #:+ 1 ) 

NMR (DMSO, 6) : 6 . 98 (1H, d, J=15. 8Hz) , 7. 
18 ( 1 H , d , J = 7. 1 H z ) , 7. 45-7. 84 ( 1 0 H , m) , 
7. 90-8. 01 (3H, m) , 9. 11 (1H, br s) , 9. 81 
(lH 3 br s), 10. 70 (1H, s), 11. 51 (1H, br s) 

gf-Jftg :C; 6 4. 0 9 3 H;4. 64, N; 10. 19 
: C ; 6 3. 7 4, 4. 56, N; 10. 06 



mmm 5 4 

mmm 1 4 ^iia£bTTfe^bi^t/£f#fco 

(2E) -N- [3- {A 3. J^ls*J)\,T% J ) -3- (2-^ 

DD7i^) - 2 -7°D^.>T$: F 
mp : 262-264 °C 
MS : 3 7 6 (7 U— 1 ) 

NMR (DMSO, 6) : 7. 01 (1H, d, J=l 5. 7Hz), 7. 
22 (1H, d, J = 7. 1Hz), 7. 39-8. 01 (13H, m), 
9 . 1 3 ( 1 H, b r s),9.82(lH,br s), 10. 81(1 
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H, s ) , 11. 5 5 ( 1 H , b r s) 

tg^Mt : 

mmm+ (H 2 O) 0 . x :C ; 63. 81, H ; 4. 6 7, N ; 1 0. 1 
5 

mmm : C ; 6 3. 64,4. 5 7, N; 10. 05 

mnm 5 5 

(2E) -N- [3- [N 1 - (2-^;i/^-D^rc-;i/) T^y] 7xr 
Jll - 3- (2-^Dn7i^/i/) - 2-7 , n^>7^ K • MMM. 
mp: 178-180 °C 
M S : 3 9 4 (7>J — #:+ 1 ) 

NMR (DMSO, <J) : 7. 02 (1H, d, J=l 5. 6Hz) , 7. 
31-7. 71 (9H, m), 7. 73-7. 81 (1H, m), 7. 95 
-8. 03 (2 H, m) , 8. 43 (1H, s), 9. 21 (1H, s), 
10. 05 (1H, s), 10. 95 (1H, s), 11. 60 (1H, s) 

mnm 5 6 

(2E) -N- [3-^nn-5- [ [>f ^ (3-^^-;v) y>5f-;i/] 7> 
7i^v] - 3- (2- (F'jyji/tD^^v) -2-r 

mp : 12 1-1 23°C 
M S : 4 5 0 (M+ 1 ) 

NMR (DMSO, <5) : 6. 48 (2H, s), 6. 57 (1H, s), 
6. 87 (1H, d, J = 1 5 . 4H z) , 6. 99 (1H, s), 7. 5 
0-7. 70 (4H, m), 7. 73-7. 96 (4H, m), 8. 14 (1 
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H, s) , 10. 41 ( 1 H, s). 

mnm 5 1 

(2E) -N- [3 - [N 1 - (7ol~)1) 7^yy] -3 - (2 

mp : 218-220 °C 
MS : 3 7 6 (M+ 1 ) 

NMR (DMSO, 5) : 6. 19 (2H, s) , 6. 81-7. 05 (4 
H, m) , 7. 31 (2H, t , J = 7 . 6Hz), 7. 41-7. 63 (3 
H, m) , 7. 70-8. 04 ( 6 H, m) , 10. 50 ( 1 H, s) 

mnm 5 8 

H«J 1 4 h|wHti3TTlB©{b^§f#fco 
N- [3- ( 1 H-^>^^V-;i/- 2 -«r;i/) 7irjl/] -3- (2- 

mp:152-154°C 
MS : 3 7 4 (M+ 1) 

NMR (DMSO, 6) : 6 . 94 (1H, d, J = 1 5 . 7Hz) , 7. 
18-7. 27 (2 H, m) , 7. 42-7. 63 ( 6 H, m) , 7. 76 
-7. 90 (3H, m) , 7. 94 (1H, d, J = 1 5 . 7Hz) , 8. 
63 (1H, s), 10. 54 (1H, s), 12. 94 (1H, s) 

nmm 5 9 

mnmi 4 ^^cb-rTfao-fb^^^feo 

N- [3-7DD-5 - [ [4 - [ (2-^^;V-3-tf 
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mp : 105-107 °C 
MS : 5 1 7 (M+ 1) 

NMR (DMSO,£):2.39(3H,s),6.57(3H,br s) , 

6. 86 ( 1 H , d , J = 1 5 . 6Hz), 7. 00-7. 09 ( 3 H , m) , 

7. 28-7. 62 (6H, m) , 7. 75-7. 81 (1H, m) , 7. 
88 (1H, d, J=l 5. 6Hz) , 7. 95-8. 04 (2 H, m) , 

8. 32-8. 36 ( 1 H, m) , 10. 37 ( 1 H, s) 

mmm q o 

N- [3-*DD-5 - [ [-f ^ [4 - [ (2-KU^^;i/) 
7xr ;v] -3- ( 2 - £ D D y x. -jv) -2 

mp: 119-122 °C 
MS : 5 1 6 (M+ 1) 

NMR (DMS 0, 6) : 4. 42 (2H, d, J = 5 . 9Hz), 6. 2 
0 (2H, s), 6. 50-6. 62 (3H, m), 6. 78 (1H, t, 
J = 6. 2Hz), 6. 86 (1H, d, J=l 5. 6Hz), 6. 96 (1 
H, s), 7. 22-7. 80 ( 1 0H, m), 7. 88 (1H, d, J = 
15. 6 Hz) , 8. 54 (1H, d , J = 4. 2Hz), 10. 33 (1 
H, s) 



mmm 6 1 

mmm 1 4 ^nm^xymoih^-^ntzo 

(2E) -N- [3- (-f X;^>*J)\sT^J) -2-7jl/^D7x-;H 
- 3 - [2 - ( h U 7Jl/tD^^) - 2 -7D^>7^ h* 

mp: 185-187 °C 
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MS : 4 2 8 (M+ 1 ) 

NMR(CDCl 3 ,($):4.73(2H,br s) , 6 . 5 6 ( 1 H, 
d, J = 1 5 . 3Hz), 6. 70-6. 82 ( 1 H, m) , 7. 10 (1 
H, d d, J = 1 0. 7Hz, 8. 7Hz), 7. 38-7. 96 ( 1 0H, 
m) , 8. 02-8. 12 (2H, m) 



mmm 6 2 

(2E) — N — [2-^;V^-D-5- [ [^5-^ 

T^y] - 3- [2- (h'j7MD^?-;v) y^-jvl - 2- 

mp : 208-209 °C 
MS : 4 3 4 (M+ 1 ) 

NMR (CDC1 3 , <?) :4. 96 (2H, s) , 6. 54 ( 1 H, d, 
J=15. 3Hz) , 6. 70-6. 81 (lH,m), 7. 07-7. 1 
9 (2H,m), 7. 38-7. 66 ( 5 H, m) , 7. 70-7. 81 (2 
H, m) , 8. 0 8- 8. 2 4 (2 H, m) 

nnm 6 3 

N-[3-^nn-5-[[^s-y [[4-( lH-tT7^-/v- l - 

7^ y] y - 3 - [2 - ( h u 7 )i*u 

7ir;H - 2-7D^>7^ F 
mp: 146-153 °C 
MS : 5 1 0 (M+ 1 ) 

NMR (DMSO, 6) :6. 58-6. 70 (4 H, m) , 6. 87 (1 
H, d, J = 1 5 . 5Hz), 7. 05 (1H, s), 7. 58-7. 70 
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(2 H, m) , 7. 78-8. 17 ( 9 H , m) , 8. 60 ( 1 H, d, J 
= 2. 5 H z) , 10. 43 ( 1 H, s) 

mmm 6 4 

N- [3-^DD-5 - [ Us-y [4- [ (2-^^;i/-3-t°u^;v) 
^-^riy] 7 r^y] y^-jv] -3 - [2- (h>;^;v^- 

n^^;i/) y - 2 -7d^>7^ f 

mp: 114-119 °C 
MS : 5 5 1 (M+ 1 ) 

NMR (DMSO, 5) : 2. 39 (3H, s) , 6. 49-6. 63 (3 
H, m) , 6. 86 ( 1 H, d, J = 1 5 . 3Hz), 6. 96-7. 03 
(3H, m) , 7. 31 (1H, dd, J = 8. 1Hz, 4. 5 Hz)', 7. 
42 ( 1 H , d , J = 7 . 9Hz), 7. 56-7. 70 (2H,m), 7. 
76-8. 08 (6H, m), 8. 34 (1H, d, J = 4. 5Hz), 1 
0 . 4 2 ( 1 H, s ) 

mmm 6 5 

mnm 1 4 hmm^i,xrm(D^m^m^ 0 

N- [3 -#nn- 5 - [ [>f y [4 - [ (i-^-^^>b*-3-t!U^;v) 
tf-^S/] ^^y] -3- (2-^OD7x- 

- 2 -7°d^>t^ }* 

mp : 2 1 4 - 2 1 6 °C 
MS : 5 1 9 (M+ 1 ) 

NMR (DMSO, 6) : 6 . 58 (3H, s), 6. 86 (1H, d, J 
= 15. 6Hz), 7. 00-7. 09 (2H, m), 7. 21 (2H, d , 
J = 8. 7Hz), 7. 39-7. 54 (3H, m), 7. 56-7. 64 
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( 2 H, m) , 7 . 76-7. 81 ( 1 H, m) , 7. 89 ( 1 H, d, J 

= 15. 6Hz), 7. 98-8. 20 (4 H, m) , 10. 38 ( 1 H, 
s) 

mmm 6 6 

N- [3 - [ [ [4 - (4-T^z9-J]y- 1 7i-JW * J ] 
T^y] - 5-^DD7x-;v-3- ( 2 - ^DD7i-Jl/) -2 

mp : 259-260 °C 
MS : 5 3 6 (M+ 1 ) 

NMR (DMSO, 6) : 2. 05 (3H, s) , 3. 15-3. 38 (4 
H, m) , 3. 50-3. 66 (4H, m) , 6. 36 ( 2 H, br s) , 

6. 554 ( 1 H, s) , 6. 86 ( 1 H, d, J = 1 5 . 6Hz), 6. 
93-7. 08 ( 3 H, m) , 7. 40-7. 51 ( 2 H, m) , 7. 52 
-7. 62 (2H,m), 7. 75-7. 94 (4H,m), 10. 35 (1 
H, s) 

mmm 6 1 

(2E) -N- [3-*DD-5- U S lis V fr? * S ) 7i^;i/] - 
3- (2-^>7;7irjl/) -2-7n^>7U* 
mp : 220-221 °C 
MS : 4 0 1 (M+ 1 ) 

NMR (DMSO, 6 ) : 6. 59 (3H, s), 7. 02 (1H, d, J 
= 15. 6Hz), 7. 03 (1H, s), 7. 39-7. 57 (3H,m), 

7. 58-7. 68 (2H,m), 7. 76-8. 08 (6H, m), 10. 
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4 8 ( 1 H, s) 

mmm 6 8 

(2E) — N — [3 -7)1>*U- 5 - (-f^y^>^;V) -3- 

(2-tru^;i/) - 2-7n^>7^ F 

mp : 205-207 °C 
MS : 3 7 7 (M+ 1 ) 

NMR (DMSO, 6) : 6 . 57 (3H, br s) , 7. 05 ( 1 H, 
s ) , 7. 31 ( 1 H, d, J = 1 5 . 3Hz), 7. 37-7. 49 (4 
H, m) , 7. 57-7. 70 ( 3 H, m) , 7. 80-8. 05 ( 3 H, 
m) , 8. 65 ( 1 H , d , J = 4. 4Hz), 10. 41 (1H, s). 

mmm 6 9 

3 - ( 3 -^D07i-/V) -rz vjvm (18mg) ©N, N-^^^-;i/ 

r-fehT^F (3ml) ^ito- (7 -Tif^>y h yr;- 1 ->r 

;i/) -N, N, N 5 , N 5 -5F b ^^l/^n^A^l^^t^D^;** 

t-h(57mg) s^n^s i^i§3 ofrmmwhfeo m^mz3 - (2, 

3 - 3 H--f ^V-;v-4-^;v) t^u > ( 1 9mg) 

^A7K?§#L 0. lNiiStFtto{Stflfco **IJi&^U Sta^ 
^^ATl&'JSIU $§&£@*U (2E) -3- (3-^nn7x-jl/) 
-N- [3- (1, 2-^^^-lH-^^^;-JI/-5-^fjl/) 7xr 

- 2-7D^>7^ K (2 7mg) £f#fc 0 
APCl-mass ;m/z352 (M+H + ) 



»J 7 0 
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3 - (4-^DD7i-jV) (1 8mg) ON, N-^^;i/ 

h 7* ^ F (3ml) «0- (7 - TV^Vh VT\?—)1/- 1-of 
J]y) -N, N, N' , N 5 -fF7^f;^D^^A-A^7WD*X 
h(5 7mg)*JD^i^3 0^rWlfco^ifc3-(2 3 
3-^^;v-3H-^ ^ ;v-4--r;v) T—V> (1 9mg) 

0. lNiiMM*tiStif Ifeo tllSMb, SIy 
^^-)AT«U ii^g^U (2 E) - 3- (4-7DD7xr;i.) 

-N- [3- (l, 2-^^;i/-lH->f^^;~;i'-5-^;v) ? rc- 

- 2-7'DA>7U* (27mg) £#fco 
APCl-mass ;m/z352 (M+H + ) 

^l»J 7 1 

3 - (2 , 4-^nn7i-;b) i;;^ (22mg) ON, N-S> 

f (3mi) mmzo- (7 -T*f^>v h y^y- 

l--f;V) -N, N, N' , N' -rh7^^^nr:>?AA^7;i/^D 
h (57mg) £fln*.. M§3 0^a#fbfe, M(I3 
- (2, 3-^^;i/-3H--f ^*V-;i/-4--Ol/) ^-U> (1 9m 

4b± h U £A**8u o . l N&&;&t*km;fc^#bfco^M&#3iu 

«ivn^^A«U «£^5feU (2E) - 3- (2, 4->^D 
P7ir;i/) -N- [3- (1, 2 —i? ?*• ^)]/— 1 H--{ ^ V^J—JV— 5 — 

:7^-;v] - 2-7n^>7U* (32mg) £?#7co 
AP C 1 -ma s s ; m/z 3 8 6 (M+H + ) 

mum 7 2 

3-lf7xr:;v-4->f;i/-7^0;V® (22mg) CDN, N-5>**-;i/ 
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T-tz h T 5. F (3ml) mmz O - ( 7 -Tif h >J 7V-/V-1 

-N, n, n 5 , n 5 -=t h ^^^;i/^D^-j7A^\^-y-^;i/^-D^^^ 

^— h (5 7mg) ^5P^.s $&£r$l£3 0#IH*#bfco$g£r$lfc:3- (2, 
3-^^;i/-3H-^^ ^V-;i/-4--f (i9mg) ^ 

*A**«U 0. lNMMtlzkt^ifLfeo tll^ML^ My 
^^^A«U H14fSU 3-t7x-j|/-4-^;i'-N- [3 
- (2, 3-^^^/V-3H-^^^;-jl/-4-^/P) 7ir;p] TV U 

F (2 6mg) £#fco 
APCl-mass ;m/z394 (M+H + ) 

5«#<J 7 3 

3 - (3 . 5 -^7J^n7x^;V) T *7 'J ( 1 8mg) ©N, N- 
^^f/^-fehT^ b* (3ml) ^(-0- (7 -Tlf^W h iJ7^;- ;v 
-1--T;i/) -N, N, N 3 , N 5 -=r h ^y^^D-^AA^?^ 
P^*-^— h (5 7mg) ^inx.s M^3 0^i#b&c 
3- (2, 3-^yf;V-3H-^^*^-4-^JV) T->J> (19 

mg) §in^., iBtd§ii#bfco ^cDti^ti§^^^;i/-e#f^bs l n?j< 

^b^- h v v&Tkmm, o. iNm^tF^7j<T^#bfeo mmmz-frm 

bs M^^^^^A-tr^'Mb. «£§:feU (2E) - 3- (3. 5- 
J?7Jl/tn7ir;i/) -N- [3- (1, 2-^^;i/-lH-^^v- 

5 7^~)\sli - 2-7DA>75 F (3 Omg) £#7c 0 

APCl-mass ; m/z 3 5 4 (M + H + ) 

mmm 1 4 

3- (2. 5-^7jI/t07x^) T^U;V^ (18mg) ©N, N- 
^^f/l/7izh7U* (3ml) ^filO- ( 7 -Tif^W b 'J TV"— )V 
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-1--T;V) -N, N, NT , N' -rh^^^^nr^AA^M 

n***^- h (5 7mg) ^JDX., I^M3 0^I#bfc o 

3- (2, 3-^^I/-3H-^f ^V-/l/-4-^/V) (19 

mg) £fln£ N mtfSJl^bfco ^©M^tJ&ra^;i/T-#3Ru INzK 

i^b<J>)A*M> 0, 1 NliMfttikt^Lfeo 

U fflEBtT^**/£A"C|fe*ftU $§&&@*U (2E) - 3- (2. 5- 

i?7M0 7ir;i/) -N- [3- (1, 2-^^^-lH->f ^^;- 

;V- 5 - 2-7"D^>7^ h* ( 2 8mg) £tf fc Q 

APCl-mass ;m/z354 (M+H + ) 

mmm 1 5 

3 - (4 - h U 7;WD^^V7ir;v) >J ( 2 2 mg) CON , 
N-^^f;i/7-feh7^ h* (3ml) ^Mi-O- ( 7 - 7 if h U 71/ 

— ;v-l-^;i/) -n, n, N 5 , N' h^^^-Jv^u^^A^v-y 
;i/*n h (5 7mg) ^Jn^s fi^ftS3 0^mfflfc, 

3 - (2 , 3 3H-^5 V"J~)V- 4 -J )V) T=- U > ( 1 

9mg) 1 Lfeo *©S^#?£SI»e^/1'-C#JRU IN 

7j<IHb^H;^A7M§$u 0. lNM^I«#bfeo %*$J1£# 
HfcU ««K*T^*$/£A-e«&*iU iI*f*U (2E) -3- (4-h 
ij7;i/tD^^;V7xr;V) -N- [3- (1, 2-^^^-^-^^ 
ysj—jl,- 5 y^-ji] - 2-7D^>7^ F (2 7mg) £f#fco 

APCl-mass ;m/z386 (M+H + ) 

njfe^a 7 6 

3 - [2 , 5 ( h U ^ii/^-n^^;^) 7^-;v] 7^7 ij;i,gfc ( 2 8 

mg) ©N, N-^^^/l/7-b h75 F (3ml) ^ifcO- (7 - 7if^ 
>V> u 7v- 1 --r;v) — N, N, N 5 , N' -^h^^<^;i/^n- 
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*7&^-V-7Jl*UftXfti—h (57mg) i^M3 0^iI 

#bfeo m-^^oiz 3 - (2, 3-i?^f;i/-3H-^f ;v-4--f;i/) 

t->;> (i 9mg) £#p;t, lmmmnLtzo ^ou^m^mm^)^ 
#fxbs i N7j<^b± h u VA7kmm, o . i Nm.MRx?igtM7kT*$G&vfzo 
^mm^frmv, mm^^^-y^A^mmL, mm&m&^ (2e> -3 

- [2, (f'j7JVto^^) ?rc-;i/] -N- [3- (1, 2 

^ K (3 3mg) £f§fc 0 

APCl-mass ; m/z 4 5 4 (M + H + ) 
H»J 7 7 

3-7i-;WJV77r;i/7^ U ( 1 8mg) ©N, N-i^^l/T 
tf7U'(3ml) mmizO- ( 7 -Tif^W h 'J7^-/V-1 --f;i/) 
-N, N, N ' , N' -=r Y=7*3-)\st>u -t> K^^y )\/*uibyib±— 
h (5 7mg) %M?L, H^§3 0#Mf#bfc o S^t3- (2,3 
-^?-;i/-3H-^ ^^-4-^;i/)7rij>(l 9mg)^Di 

l^fHa^bfco ^©^^§I«rc^;i/-e#^b, 1 NTkMlhi- h »J £A 

^^AfSiU 3§&£@*U N- [3- (2, 3-^^V-3H-^ 
^ — )]/- 4 y -3-7i^Jl/7;i/77-Jl/77'Jjl/7 

^ K (2 3mg) £t#fc 0 

AP C 1 -ma s s ; m/z 3 5 0 (M + H + ) 

mum 1 8 

3- (4, 5 -$>**-;W 1 7-'J> (9 4mg) 

J:3-(2-7dd-4 - u y x. >J ;«©;^fb^ ^ 1/ > ( 5 
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^ F • titWtm. ( 1 4 4 m g ) hN , N - V*?-)\sT * J V i? y (31 

mg) %m%., m&m*2 4mmmnhtcio m-&m%i o%*# ;-)]/(Di& 
p<^y-;i/-e«&#bs «nu sa«u (2E) - 3- C2-*nn-4- 

7WD7irjV) -N- [3- (4, 5-^^^-lH-^^*V*-/V 
-l->f;i/) - 2-7nW5M95mg) £fifco 

APCl-mass ;m/z370 (M+H + ) 

NMR (DMS 0, 6) : 2. 11 (3 H, s) , 6. 85 ( 1 H, d, J 
= 15. 6Hz), 7 . 12 ( 1 H, d, J = 8 . 1 H z) , 7 . 36 (1 
H, d t , J = 2. 6Hz, 8. 5Hz) , 7. 50 ( 1 H, t , J = 8 . 
0 H z ) , 7. 6-7. 9 ( 3 H, m) , 7. 8-8. 0 ( 3 H, m) , 1 
0 . 5 6 ( 1 H, s) 

mmm 1 9 

3 - (4, 5 -yjrf^w %*rv— ;i>- 1 --r;v) t-u > (7 8mg) 

i: 3 - ( 2 , 3 -^^nn7ir;i/) 7^ >;;i/^ ( 9 Omg) (DUih^^V 
> (5ml) (3-^^f;V7U7D^) 
*;v^^-T =• F • ( 1 2 Omg) hN, N-^ ^ J U U ^ > 

(2 5mg) ^Jn^-s m&yo%2 4KffflflS#bfco S^tl* 1 5%p<#y- 

^TlMfcU ttls I^IU (2E) - 3- (2, 3-^ 
7nn7i-;i/) -N- [3- (4, 5-^^f;i/-lH-f^i/-;i/- 
l--Ol/) 7xr;p] - 2-7*D^>7U" (93mg) 
AP C 1 -ma s s ; m/z 3 8 6 , 3 8 8 (M + H + ) 
NMR (DMSO, 6) : 2. 11 ( 6 H, s) , 6. 93 ( 1 H, d, J 
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= 15. 6Hz), 7. 13 (1H, d, J = 8 . 7Hz) , 7. 4-7. 
6 (2H, m) , 7. 6-7. 9 (5H, m) , 7. 90 (1H, d, J = 
15. 6Hz) , 10. 60 ( 1 H, s) 

mMM 8 0 

3- (4, 5-^p<^;W 1 -4)1) T-V> (94mg) 

h 3 - [2 - ( h U 7;^n^fjv) V Jim (109mg) 

<DiM.fc*?-U> (5ml) *Wttl-x^;i/-3- (3-^^^;i/7^ 
y^DhVl/) A^-fU' -llI (14 4mg) hN, N-i?*?-;i7 
(31mg) fcfln^ m&<®)*2 4B#|igjf#Lfco 1 
5 — ^©^b^i/^T^fRbs tKs 1 NtK^L^- b y ^A** 

&^*bfc 0 ml, Kii, (2E) - 3- 

[2- (bij7MD^fjI/) 7 x - ;H -N- [3- (4, 5-^3=-;v 
*ry— l -^;i/) 7^-)l] - 2 -^D^>T^ K (12 
Omg) &#fco 

AP C 1 -ma s s ; m/z 3 8 6 (M+H + ) 

NMR (DM S 0 , 6) :2. 11 (6H, s), 6. 9 0 (1H, d, J 
= 15. 2Hz), 7. 14 ( 1 H, d, J = 7. OHz), 7. 51 (1 
H, t , J = 8 . OHz), 7. 6-8. 0 ( 8 H, m) , 10. 61 (1 
H, s) 

mmm 8 1 

3- (2, 3 -*J*3-)l- 3 B-4 2- )V- 4 -j)l) 7^-)l~r^ 

> (78mg) t3 - (2, 3 - ^7nn7in;v) (9 Omg) 

CD^b^^l/V (4ml) ffiiilt 1 -rn^;v- 3 - (S-i^^VT^ 
;7D^P) *;i/^^f> F-IM (12 0mg) £N 3 N-^p<^;i/T 
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uifjy> (2 5mg) m&m%2 4mmm&\sfto w>&m*i 

§^*bfco 1SI^;-M»U ifSRU ^ilv (2E) - 3- 
(2, 3-y^nD7i^;V) -N- [3- (1, 2 —V ?t - 1 H--f 
5 ^n/_ ;v _ 5 - 2 - ?°u^>7* \* (44mg) £t# 

fee 

APCl-mass;m/z386, 388 (M+H + ) 

NMR (DMSO, 6) :2. 36 (3H, s) , 3. 56 (3H, s) , 

6. 87 ( 1 H, s), 6. 91 ( 1 H, d , J = 1 5 . 6 H z) , 7. 1 

5 (1H, d, J = 7. 6Hz), 7. 4-7. 6 ( 2 H, m) , 7. 6 - 

7. 9 ( 5 H, m) , 7. 89 ( 1 H, d, J=15. 6Hz), 10. 4 

6 ( 1 H, s) 

mmm 8 2 

3 - (2 - ^DD7ir;i/) (92mg) ^O- (7 -7"tf^ 

>V> Ut^-;p- l --r;i/) N, n, N' , N 5 h^^^;vj7D-^ 

A^N=^it7;V^-D^^^^— h (2 8 6mg) ©N, N-^^fM/VA7 
(5ml) 3 - (4 , 5 -^p<5f-;W l-j 

t-v> (94mg) m&yo*6mmm&\sizo m&va*mm^ 

"CtNfcU f&*RU (2E) -3- (2-^Dn7i-jl/) -N- 

[3- (4, 7x-jP] - 

2 -7"nA>7^ h* (138mg) £f#fco 
AP C 1 -ma s s ; m/z 3 5 2 , 2 5 4 (M + H + ) 
NMR (DMSO, <?) : 2. 11 (3H, s) , 2. 12 (3H, s) , 
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6. 89 (1H, d, J=l 5. 6Hz) , 7. 12 (1H, d, J = 8. 
7Hz) , 7. 4-7. 9 (8H, m) , 7. 90 (1H, d, J = 1 5. 
6Hz), 10. 5 7 (1H, s) 

mmm 8 3 

j&m (142mg) hmh**W)V (0. 13 6ml) 
<Dm.4h*?-ls> (3ml) <Dm&Qll£.'J>m<DN , N-^^WAT^ h* 

U> (3ml) -£#|RU Bft»fc«&ig*£»fco 5- (4, 

1 H--T %iTV— )]/- 1 -^;V) - 2 -7;i/tD7^'J > (16 Omg) (D 

mfcx*\/> (2mi) (Dmwnzmm^mmm.h 4 - (v*?-)]st%j) tr 
u v> ( i $ c) ^m^tzom^titzm^m^ 2 n3iaMs#H£rF-csfc#u 

mmvito mmM®&m.fc*?-\s>~cmvt>\s. (2E) -3- (2-^nn 

y^-jv) -N- [5- (4, 5-^^-lH-f^^-l->f 
;iO - 2-7MD7±rjH - 2 -7D^>7^ Ml37mg) £f#fco 
AP C 1 -ma s s ; m/z 3 7 0 (M+l) 

NMR (DM SO, <5) : 2. 15 (3H, s) , 2. 37 (3H, s) , 

7. 23 ( 1 H , d , J = 1 5 . 5 Hz), 7. 40-7. 67 (5H,m), 

7. 76-7. 81 (lH,m), 7. 92 (1H, d, J = 1 5 . 5Hz), 

8. 43 (1H, dd, J = 6. 8Hz, 2. 5Hz), 9. 27 ( 1 H, 
s), 10. 5 (1H, s) 

mnm 8 4 

mmmi 6 1 fciTOfcbTTfBoft^&wfco 

N- [5-7nn-6 - [ (2-tf»; 5f-;v) ^ y ] - 3 - 1° u 
- 2 , 3 1 H--T > K— ;v- 7 F 
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APCI— mass ; m./ z 4 0 6 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 2. 18 (3H, s) , 2. 35 (3 
H. s) , 4. 68 (2H, d, J = 5 . 7HZ), 6. 9-7. 1 (2H, 
m) , 7. 2-7. 4 (2H 3 m) , 7. 5-7. 8 (3H, m) , 8 . 2 
1 (1H, d, J = 2. 2 Hz) , 8. 28 (1H, d, J = 2. 2Hz), 
8. 52 (1H, d, J = 4. 0Hz) , 10. 15 (1H, s) , 10. 
7 3 ( 1 H, s) 

mmm 8 5 

H»J1 6 1 fcl!8fcfcbTTIB©ft^*»fco 
N- [5-^nn-6 - [ ( 2 - £ y ^;bp< ^;i/) r ^ y ] - 3 - tf u 
-4' [ 1 , 1 ' -tf7xr;i/] - 3 K 

APCI-mass ;m/z 4 3 3 (M+H + ) 

1 H — NMR (DMSO-d6) : 6 ; 4. 68 (2H, d, J = 5. 7H 
z) , 7. 0-7. 5 (5H, m) , 7. 6-8. 0 (6H, m) , 8 . 1 
1 (1H, d, 3 = 2. 4Hz), 8. 19 (1H, s) , 8. 26 (1H, 
d, 3 = 2. 4Hz), 8. 52 (1H, d, 3 = 4. 8Hz), 10. 2 
7 (1H, s) 

mnm 8 6 

mnmi 6 1 hmmizvrTmo^m^mco 

N - [5-^dd-6 - [ (2-b°U i?JV* ^;i/) T ^ J ] - 3 - b° u 

- 3 - ( 2 -5^^-;V) ^>X7^ F 

APCI-mass ;m/z 4 2 1. 4 0 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 4 . 68 (2H, d, J = 5. 7H 

z), 7. 08 (1H, t, J = 5 . 7Hz), 7. 1-7. 3 (3H,m), 

7. 5-7. 9 (5H,m), 8. 10 (1H, d, 3 = 2. 2Hz), 8. 
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17 (1H, s) , 8. 2 6 (1H, d, J = 2. 2Hz) , 8. 52 (1 
H 3 d, J = 4. 8Hz) , 10. 28 (1H, s) 

mmm 8 7 

mmmi 6 1 hmm^vxymo^m^mzo 

N - [ 5 - ^ D n - 6 - [ T ^ y ] - 3 - f y 

- 5 - y a^-Jls- 2 - W7i>j]M^U-; F 

APCI-mass ;m/z 4 2 0. 9 3 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 4 . 68 (2H, d, J = 5 . 7H 

z ) , 7. 09 ( 1 H , t , J = 5 . 7 Hz), 7. 2-7. 6 ( 5 H , m) , 

7. 62 ( 1 H , d , J = 3 . 9Hz), 7. 7-7. 8 (3H,m), 7. 
93 (1H, d, J=3. 9Hz), 8. 05 (1H, d, J = 2. 2 Hz) , 

8. 21 (1H, d, J = 2. 2Hz), 8. 52 (1H, d, J = 4. 4 
Hz), 10. 21 (1H, s) 

mmm 8 8 

mmmi 6 i tmwuzisXT&cDib&m&nito 

N- [ 5 -^n n- 6 - [ ( 2 — t: u ^;vp< ^;i/) t ^ y ] - 3 - 1: y 
-5 - (4-7Wn7x-;v) -2-ft7x>A;i/WU* 
APCI-mass ;m/z 4 3 9 (M + H + ) 

1 H — NMR (DMSO-d 6) : 6 ; 4 . 68 (2H, d, J = 5 . 7H 
z), 7. 09 (1H, t, J = 5 . 7Hz), 7. 2-7. 4 (4H,m), 

7. 58 (1H, d, J = 4. 0Hz), 7. 7-7. 9 (3H,m), 7. 
92 (1H, d, J = 4. 0Hz), 8. 04 (1H, d, J = 2. 3Hz), 

8. 20 (1H, d, J = 2. 3Hz), 8. 52 (1H, d, J = 4. 0 
Hz), 10. 21(1 H, s) 



WO 01/68585 



PCT/JPOl/01993 



151 

rnmm 8 9 

mmmi 6 1 hnmiz\,xym(Dih^^nfzo 

N - [ 5 - ^ p n - 6 - [ t ^ J ] - 3 - 1° U 

- 9 H-£;i/ny*— 1 -ti^yf^V^ h* 
APCI-mass ; m/z 4 2 8 (M + H + ) 

1 H — NMR (DMSO-d6) : (5 ; 4 . 70 (2H, d, J = 5. 7H 
z ) , 7. 08 ( 1 H , t , J = 5 . 7Hz), 7. 2-7. 5 ( 5 H , m) , 
7. 6-7. 8 ( 2 H, m) , 8. 06 (1H, d, J = 7. 7 H z) , 8. 
16 (1H, d, J = 7. 7Hz), 8. 2-8. 6 (4H, m), 10. 
3 3 ( 1 H, s) 

mi&m 9 0 

mmmi 6 1 tmm^hxrmcD^m^mr^. 

N- [5-^nn-6 - [ (2-t:y r ^ J ] - 3 - b" u 

- 6 -^;i/^-p- 9 H-#;w\\/— l f 

APCI-mass ;m/z 44 6 (M + H + ) 

1 H — NMR (DMSO-d6) :S;4. 70 (2H, d, J = 5. 7H 
z), 7. 08 (2H, d, J = 5 . 7Hz), 7. 2-7. 4 (4H,m), 

7. 6-7. 8 ( 2 H, m) , 8. 0-8. 1 ( 1 H, m) , 8. 08 (1 
H, d, J = 7. 6Hz), 8. 25 (1H, d, J = 2. 2Hz), 8. 
31 (1H, d, J = 2. 1Hz), 8. 38 (1H, d, J = 7. 6Hz), 

8. 53 (1H, d, J = 4. 9Hz), 10. 34 (1H, s), 11. 
5 4 ( 1 H, s) 

mmm 9 i 

9H-7M1/V - 1 -*;i/^>m ( 1 4 7 mg) <Dmh^^]y> (3m 
1) ^mmm^^^V- V)V (0. 2ml) i:N, N-^^fJl/^/l/AT 
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^ k (o. oimi) &mz.* m&m%2mmmn\^ u 9H 

-2 -^;i/p< h^>) T-'J > • nmmm (19 1mg) tK'Ji^> (0. 
2 8 3ml) ©^fb^lxV (3ml) *M^rt(3 N ±fBT-f# £ fbtz 9 H - 
^;V^-ly>- 1 -*M>1^D U FCffi^tJ^fb^l^ (3ml) 

.7— ;vef«b, ill, j — V7D b°;v^— 
IbTN- [4- (2-b°U^;i/^ h^>) - 9H-7Jl/tU> 

- 1 F (15 lmg) £?#fco 

APCI-mass;m/z 3 9 3 (M+H + ) 

1 H — NMR (DMSO-d6) : 6 ; 4. 18 (2 H, s), 5. 19 (2 

H, s), 7. 04 ( 2 H , d , J = 9 . 1 H z ) , 7. 3-7. 8 ( 9 H , 
m), 7. 85 (1H, t, J = 7. 8Hz), 7. 97 (1 H, d, J = 
6. 7Hz), 8. 09 (1H, dd, J = 7. 5, 0. 9Hz), 8. 5 
9 (1H, d 3 J = 7. 5Hz) , 10. 22 (1H, s) 

mnm 9 2 

N- ( 4 -t^ y 7 ^-jv) - 9 K-7 >- l K ( 1 

50mg) £ 2 - 5. ;v b U V > ( 5 4 m g ) ( 0 . 0 3ml)© 

I, 2-i^7nnx^v (5ml) b V 7*. h ^S/jKHHb*^ 
ift^MJi>A (148mg) £#0;^ 2B#^jft#bfeo i^b^b>-£#IR 

77^- (^'j*^/i/ 5 2 5 g, 2% ;i/-i^b^<^b>) 7?»asi 

bs N- [4- [ (2-f'J^Mf;i/) T^y] - 9H-7iI/ 

-fiJl-F^y-^ K (6 lmg) £f#fco 
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APCI-mass ;m/z 3 9 2 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 4 . 16 (2H, s) , 4. 37 (1 
H, d, J = 6. 1 H z) , 6. 2 5 ( 1 H, t, J = 6 . 1 H z) , 6. 
5 8 (2H, d, J = 8. 8Hz) , 7. 2-7. 8 (1 OH, m) , 7. 
95 ( 1 H , d , J = 6. 7Hz), 8. 06 ( 1 H , d , J = 6. 7Hz), 
8. 53 (1H, d, J = 4. 0Hz), 9. 95 (1H, s) 

mmm 9 3 

N- [6- (2-t°>J^;i/p< h^>) - 3-K'jy;i/] - 9H-7/l/t!/> 
- 1 $ K 

APCI— mass ; m/ z 3 9 4 (M + H + ) 

1 H — NMR (DMSO-d6) : <5 ; 4 . 20 (2H, s), 5. 43 (2 
H, s), 7. 00 (2H, d, J = 8. 9Hz), 7. 3-7. 9 (8H, 
m), 7. 98 (1H, d, J = 6. 6Hz), 8. 1-8. 2 (2H,m), 
8. 53 (1H, d, J = 2. 5Hz), 8. 57 (1H, d, J = 4 . 4 
Hz), 10. 3 9 ( 1 H, s) 

H;«J 9 4 

^»>ji 6 1 tmm^hrrmcD^^i^rzo 

N- [6- ( 2 -k>j ^;v^< h^>) -3-t.°u^;v] - 9 H-*/;w\-y* — 
1 -^j;b^^r-y-^ k 

APCI-mass ;m/z 3 9 5 (M + H + ) 

1 H — NMR (DMS O-d 6) : 6 ; 5 . 44 (2H, s), 7. 03 (1 
H, d, J = 8 . 9Hz), 7. 2-7. 6 (5H,m), 7. 69 (1H, 
t, J = 7 . 2Hz), 7. 83 (1H, t, J = 7. 2Hz), 8. 09 
(1H, d, J = 7. 5Hz), 8. 2-8. 3 (2H,m), 8. 38 (1 
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H, d, J = 7. 5Hz), 8 . 5-8. 7 (2H,m) 10. 45 ( 1 H, 
s) , 11. 49 ( 1 H, s) 



mnm 9 5 

mmmi 6 1 hmm^hrym<D^<m^ntz 0 

N- [6- [ T^y] -3-b"U^;V] - 9H-7 

;i/^-L/>- 1 - % \t 

APCI-mass ;m/z 3 9 3 (M+H + ) 

x H-NMR(DMSO-d6) : 6 ; 4 . 18 (2H, s) , 4. 57 (2 
H, d, J=6. 0Hz) , 6. 61 (1H, d, J = 8. 9Hz), 7. 
08 (1H, t, J = 6. 1Hz) , 7. 2-7. 8 (9H, m) , 7. 9 
6 (1H, d, J = 6. 5Hz), 8. 09 (1H, d, J = 7. 4Hz), 
8. 28 (1H, d, J = 2. 4Hz), 8. 51 (1H, d, J = 4. 7 
Hz) , 10. 0 6 (1H, s) 

mmm 9 6 

mmmi 6 1 tmm^hrrmco^^}^mz 0 

n- [6- [ (2 -t:<;^;i^^;i/) T^y] -3-t:u^;v] -9H-* 

)]/- l -*;i/si?^U-^ K 
APCI-mass ;m/z 3 9 4 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 4 . 58 (2H, d, J=6. OH 
z) , 6. 63 (1H, d, J = 8. 9Hz), 7. 08 (1H, t, J = 
6. 0Hz), 7. 1-7. 5 (5H,m), 7. 6-7. 9 (3H,m), 
8. 05 (1H, d, J = 7. 6Hz), 8. 16 (1H, d , J=7. 6 
Hz), 8. 2-8. 3 (2H, m), 8. 52 (1H, d, J = 4. 8H 
z) , 10. 16 (1H, s) , 1 1. 44 (1H, s) 
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mmm 9 7 

mnmi 6 1 tmm^hxTmo^m^m^o 

N- [6- [ ( 2 3 u ^=^>] -3-b°U^;i/] -9 
H-£;wW~ ;v- l p 
APCI-mass;m/z 3 9 5 (M + H + ) 

1 H ~ NMR (DMSO-d6) : 6 ; 2. 34 (3H } s) , 7. 1-7. 
3 (4 H, m) , 7. 42 ( 1 H, t, J = 7. 6Hz), 7. 53 ( 1 H, 
d, J = 8. 0 H z) , 7. 71 ( 1 H, d, J = 8. 0 H z) , 8. 10 
(1H, d, J = 7. 5Hz), 8. 17 (1H, d, J = 7. 7Hz), 
8. 3-8. 5 (3H, m) , 8. 56 (1H, s) , 10. 55 (1H, 
s) , 11. 49 (1H, s) 

mmm 9 8 

mmmi 6 1 hmm^hxrmcD^^^mtzo 

3 -^^;i/-N- [6- [ (2-b°'j^;v^^;v) y] -3-b°<j^;i/] 
- 2 - (h'j 7ji/^-D^?-;v) — l H — -f > K— 7 5: K 

APCI-mass;m/z 4 2 6 (M+H + ) 

1 H — NMR (DMSO-d 6) :d;2. 43 (3H, s) , 4. 57 (2 
H, d, J = 6. 0Hz) , 6. 61 (1H, d, J = 8. 9Hz), 7. 
07 (1H, t 3 J = 6. 0Hz) , 7. 2-7. 4 ( 3 H, m) , 7. 7 
-8. 0 (4H, m) , 8. 28 ( 1H, d, J = 2. 4Hz), 8. 51 
(1H, dt, J = 4. 9, 0. 8Hz), 10. 18 (1H, s), 11. 
3 3 ( 1 H, s) 

mmm 9 9 

N- (2-^DD-4-tr'jj;;v) -9H-7ji/ti/>-i-Aji/W 

^ M 1 6 Omg) © 1 -^>^;i/t°^^^> (2ml) t£H»£ 1 4 0 °C 
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-c4nsia. 1 6 o a c~? 6 mmmwL fro &m%. i 

bfeo ftm®%mm\s, *t?^u ^iu n- [2- (4-^>^;i/- 

APCI-mass;m/z461 (M + H + ) 

1 H — NMR (DMSO-d6) :d;3. 5-3. 7 ( 1 0 H, m) , 4 . 
19 (2 H, s) , 7 . 09 ( 1 H, dd, J = 1 . 7, 5. 7 H z) , 7. 
2-7. 8 (1 1H, m) , 7. 97 (1H, d, J=6. 4 Hz) , 8. 
04 (1H, d, J = 5 . 6 H z) , 8. 13 ( 1 H, d, J = 6 . 7Hz), 
10. 43 ( 1 H, s) 

mnm 100 

N- [2- (4 1 -t:^^^-;v) -4-fc°U^;i/] -9H 
-7;i/^-L/>- l -*;i/^^r-y-^ K (lOOmg) ©p<^y—;v (2ml) 
trb7tFD77>MC6NM (0. lml) §JD^ 
j^H (lOOmg, 5 0%we t ) ±® 1 0 %7kSHb;^ S> £ ATfzfc^ffl 
^T8fifBB7K3R*JPbfco MSESSfcicU **©e*bfco f#e>tLfcBStc 

iNii (o. 5mi) %jmz.s mm&m&vito "eomm%^& 

»#U ttmu ^^y— ;v-e^bx ^ib^ n- [2- (i-t:^s> 
-4-tfU^;i/] - 9 H-^;v^-v> - l -pfj;v^df-y-^ F • nJtg& 
m (6 4mg) £t#fco 

APCI-mass;m/z371 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 3. 29 (4H, s) , 3. 89 (4 
H , s ) , 4. 23 ( 2 H , s ) , 7. 3-7. 7 ( 5 H , m) , 7. 8 - 
7. 9 ( 2 H , m) , 8. 00 ( 1 H , d, J = 6 . 4Hz), 8. 10 (1 
H, d, J = 6 . 7Hz), 8. 19 (1H, d, J = 7 . 5Hz), 9. 
4-9. 8, (2H, m), 11. 22 (1H, s) 
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mmm 101 

2 - ( 3 - 1: y - 5 - w v-r > k y x > ( 2 4 8 m g) 

hb°'J^> (0. 2 4 2ml) (DM.{hX?-U> (5ml) «tt9H- 
7;i/^-i/>- 1 -^;i/^-;i/^n y K (2 2 9mg) (5m 

— ^;i/T»$;#U N- [2- (3 -try V -2, 3 - v 

th'D-1 H--f > ]*— 5 ->f - 9H-7Ml/>- 1 -#;]/ 
^^■y-^ Ml 5 lmg) £#fco 
APCI-mass ;m/z418 (M + H + ) 

1 H-NMR(DMS0-d6) : d ; 3 . 83 (2H, s) , 3. 89 (2 
H, s) , 3. 91 (2 H, s) , 4. 18 (2 H, s) , 7. 20 ( 1 H, 
d, J = 8 . 0 H z) , 7. 3-7. 5 ( 3 H, m) , 7. 5-7. 7 (5 
H , m) , 7. 80 ( 1 H , d , J = 7 . 8Hz), 7. 97 ( 1 H , d , 
J = 6. 7Hz) , 8. 10 (1H, d, J = 7. 2Hz), 8. 50 (1 
H, d, J = 3 . 6Hz), 8. 59 (1H, s), 10. 30 (1H, s) 

mmm 1 o 2 
hm^i 6 1 tmm^vxrmcD^^mzo 

N-^>^;v-5- [ (9H-7Mi/>-i-^f;i/*M-;v) 

APCI-mass;m/z 4 2 0 (M+H + ) 

1 H-NMR(DMS0-d6) : 6 ; 4. 23 (2H, s), 4. 53 (1 
H, d, J = 5 . 9Hz), 7. 2-7. 5 ( 7 H, m) , 7. 5-7. 7 
( 2 H, m) , 7. 81 (1H, d, J = 7. 6Hz), 7. 99 (1H, 
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d, J = 6. 4Hz) , 8. 15 (1H, d, J = 7. 3Hz), 8. 71 

(1H, s) , 8. 82 ( 1 H, d, J = 1 . 8Hz), 9. 08 (1H, 

d, J = 2. 4Hz), 9. 30 (1H, t, J=5. 9Hz), 10. 7 
0 ( 1 H, s) 

mmm 103 
mmmi 6 1 hmm^vx-fmo^m^m^o 

N- (4-7;i/^-n^>^;i/) -5- [ (9H-7/Vtl/>-l-^M/V 
APCI-mass ;m/z 4 3 8 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 4 . 23 (2H, s), 4. 53 (1 
H, d, J=5. 9Hz), 7. 2-7. 5 (7H, m), 7. 5-7. 7 

(2H, m) , 7. 81 (1H, d, J = 7. 6Hz), 7. 99 (1H, 
d, J = 6. 4Hz), 8. 15 (1H, d, J = 7. 3Hz), 8. 71 

( 1 H , s), 8. 82 (1H, d, J = 1 . 8Hz), 9. 08 (1H, 
d, J = 2. 4Hz), 9. 30 (1H, t, J = 5. 9Hz), 10. 7 
0 ( 1 H, s) 

mmm 104 
mmmi 6 1 tmm^Lxrm^h^^mtzo 

N - [ 6 - [ ( 2 - h° 1; T 5. J ] - 3 - t: U - 3 - ( 2 

-^rn-;i/) /^>X7> K 
APCI-mass ;m/z 4 2 6 (M+H + ) 

1 H — NMR (DMSO-d6) :d;4. 57 (2H, d, J = 6. OH 
z), 6. 61 (1H, d, J = 8 . 9Hz), 7. 1-7. 5 (5H,m), 
7. 6-7. 9 (6H,m), 8. 17 (1H, s), 8. 2 6.(1 H, d, 
J = 2. 5Hz), 8. 51 (1H, d, J = 4. 8Hz) , 10. 12 (1 
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H, s) 

mmm 1 o 5 
mnmi 6 1 tmrn^vxymo^m^mtzo 

3- (2 -N- [3- (1H-1, 2, 4 - h U 7^-;!/- 1 
APCI-mass ;m/z 3 4 7 (M+H + ) 

1 H — NMR (DMS0-d6) : d ; 7 . 20 ( 1 H, d d, J = 3 . 7 , 
5. 0 H z ) , 7. 5-7. 7 ( 5 H , m) , 7. 8-8. 0 ( 3 H , m) , 
8. 22 (1H, s) , 8. 26 (1H, s) , 8. 39 (1H, s) , 9. 
29 ( 1 H, s) , 10. 62 ( 1 H, s) 

mmm 1 o 6 
mmmi 6 1 tmm^vxrm^h^m^mrzo 

N- [3- (5 -t? U 7^-)\,-\ - 3- (2-^^-;i/) ^>x 

7" 5. F 

AP C I -ma s s ; m/z 3 5 8 (M + H + ) 

1 H — NMR (DMSO-d 6) :d;7. 20 (1H, dd, J = 3. 8, 
4 . 8 H z ) , 7. 5-7. 7 ( 5 H 3 m) , 7. 8-8. 0 ( 3 H , m) , 
8. 17 (1H, s) , 8. 22 (1H, s) , 9. 12 (2H, s) , 9. 
23 ( 1 H, s) , 10. 53 ( 1 H, s) 

mum 107 
mmmi 6 1 hnm^xyuo^m^ito 

N- [3 - ( 1 , 2-V*3-)V- lH-'f ^#V-;t/- 5 ->f 7irjV] 
-2 - [4- (1 1 -7 i^M^) 7m-;i/] T-fe F 

AP C I -ma s s ; m/z 4 2 4 (M+H + ) 



WO 01/68585 



PCT/JPOl/01993 



160 

1 H — NMR (DMSO-d6) : d ; 1 . 6 2 (6H, s), 2. 34 (3 
H, s), 3. 51 (3 H, s) , 3. 60 (2 H, s) , 6. 83 ( 1 H, 
s ) , 7 . 0-7. 5 ( 1 0 H , m) , 7. 55 ( 1 H , d , J = 8 . 7H 
z) , 7. 68 ( 1 H, s) , 10. 25 ( 1 H, s) 

$mm ios 

(2E) -N- [3- (1, 2 -V 1 H->f c-^V-;]/- 5 --f 
;V) 7xr^] - 3- ( 1 -:M7 -2-7D^>7^ F (81mg) 

(2ml) tf!Bi$©$fc£j^& (5 0%we t) JL© 1 0%;l5?i? 

^A-^Tk^H^Tt? l 0i©M2kiR*jnbfcofflijiK*it*u***«iWU 

*7A^n7F^77^f-(i'iJH;i/, 20g, 3% tZJ—fr-Wfo 
tliU N- [3- (1, 

- 5 --r;p) 7i-;H - 3 - ( l rn/iv?^ p (57mg) 

APCI-mass;m/z 3 7 0 (M + H + ) 

1 H — NM R (DMSO-d6) : <5 ; 2 . 34 (3H, s) , 2. 75 (2 
H, t , J = 7. 7Hz), 3. 44 (2 H, t, J = 7 . 7 Hz) , 3. 
52 ( 3 H, s) , 6. 83 ( 1 H, s) , 7. 08 ( 1 H, d, J = 7 . 
7Hz), 7. 34 (1H, d, J = 8. 0Hz) , 7. 4-8. 0 (8H, 
m) , 8. 14 ( 1H, d, J = 8. 0Hz) , 10. 05 (1H, s) 

mmm 109 
mmmi 6 1 hmmfcLTTm<D<h&m%mtzo 

n- [2- [ (2-bruw?-;i/) r^y] - 5 - tr u ^ - 9 h 

AP C I -ma s s ; m/z 3 9 5 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 4 . 62 (2H, d, J = 6. 2H 
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z ) , 7 . 1-7. 4 (4H.ni), 7. 41 ( 1 H , t , J = 7 . 6Hz), 

7. 6-7. 8 (3H, m) , 8. 07 (1H, d, J = 7. 6Hz), 8. 
17 (1H, d, J = 7. 7Hz), 8. 51 (1H, d, J = 4. 8Hz), 

8. 67 (2H, s), 10. 29 (1H, s), 11. 47 (1H, s) 

1 1 0 

mmmi 6 1 tmm^hxrmcD^m^mrzo 

N- [2- [ (2-lfUS?;i/^^;i/) T^y] -5-KU^y-;i/] - 9H 
APCI-mass ; m/z 3 9 4 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 4 . 20 (2H, s), 4. 61 (2 
H, d, J = 6 . 3 Hz) , 7. 2-7. 5 (4H, m), 7. 5-7. 9 

( 5 H , m) , 7.97 (1H, d, J = 6 . 7Hz), 8. 11 (1H, 
d, J = 7. 4 Hz) , 8. 50 (1H, d, J = 4 . 8 H z) , 8. 61 

(1H, s) , 10. 18 (1H, s) 

^tWJ 1 1 1 

3-^DD-5--hn-N- ( 2 - h° >J ^;V) - 2 - b° U S^T 

^ > (13 2mg) £&m (139mg) ©;n#y — )V (2ml) t^WMWi 
(1ml) &iDiU *©$&^£3SSfBaiSffELfco 

M>i(10 5mg) tm-fb^^V^ (5ml) SJP^fco Wtl- 
3 - ( 3 - ¥*^)iy> h°;i/) jb;i/3tf$M ^ h* • ( 1 

44mg) fcN, N-y^^7^yK'jy> (183mg) £#n;U ^© 

1 6 mmmwhtco m&mx. 1 N&m<hi- h u atk« ( 5 m 1 ) 
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»A7A^nY^77^ - (^ij*^, 2 5g, 2% )V 

tllL, N- [5-^DD-6 - [ (2 -VVVJl*?- 

7^ y ] - 3 -t°u - 9H-7Mi/>- l -^v^-y-^ F ( 5 

5mg) ^f#fc 0 

APCI— mass ; m/ z 4 2 7 (M + H + ) 

1 H — NMR (DMSO-d 6) : 6 ; 4 . 19 (2H, s) , 4. 68 (2 
H, d, J=5. 7Hz), 7. 08 (1H, t, J = 5. 7Hz) , 7. 

2- 7. 8 ( 8 H , m) , 7. 97 (1H, d, J = 6. 5Hz), 8. 1 
0 (1H, d, J=6. 9 Hz) , 8. 16 (1H, dd, J = 2. 2Hz), 
8. 26 (1H, d, J = 2. 2Hz), 8. 52 (1H, d, J = 4. 8 
H z) , 1 0 . 2 4 ( 1 H, s) 

mmm 1 1 2 

n- [5-7DD-6 - [ ( 2 - ;v^<^;v) T^y] -3-b°>;^ 
;v] - 9 R-7)isJru >- l -^tf^-y-^ F 
APCI— mass ; m/ z 4 2 8 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 4. 18 (2H, s), 4. 73 (2 
H, d, J=5. 8Hz), 7. 16 ( 1 H, t, J = 5. 8Hz), 7. 

3- 7. 7 (4 H, m) , 7. 72 (1H, d, J = 6. 9Hz), 7. 9 
7 (1H, d, J = 6. 3Hz), 8. 11 (1H, d, J = 6. 8Hz), 
8. 16 (1H, d, J = 2. 2Hz), 8. 26 (1H, d, J = 2. 2 
Hz), 8.5-8. 7 ( 3 H, m) , 10. 25 (1H, s) 

mmrn 1 1 3 
mmmi 6 1 hmmizvxrmo^m^mt^o 

N- [3- (4-* h^ris- 3 -KU^) yrc~;v] -9H-*;WW*- 
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JV- 1 -tUV^^-V^ F 

APCI-mass;m/z 3 9 4 (M + H + ) 

1 H — NMR (DMSO-d 6) : 6 ; 3 . 88 (3H, s) , 7. 1-7. 
7 (7 H, m) , 7. 70 ( 1 H, d, J = 8 . 0 H z) , 7. 80 ( 1 H, 
d, J = 8. 1Hz) , 8. 08 (1H, s) , 8. 1-8. 3 (2H, m) , 
8. 3-8. 5 ( 2 H, m) , 8. 48 ( 1 H, d, J = 5 . 7Hz), 1 
0. 4 5 ( 1 H, s). , 11. 51 ( 1 H, s) 

mMM 114 

mmmi 6 1 tmm^Lrrm^h^m^mtco 

N- [3- ( 1 - if jl/ - 2 - ^ f Jl/ - 1 H-^ ^ ^;-Jl/ - 5 - 7 

- 9 H-*^;v;-;i/- 1-*^ h* 
APCI— mass ; m/ z 3 9 5 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 1 . 19 (3H, t, J = 7. 1H 
z) , 2. 39 (3H, s) , 4. 01 (2H, q, J = 7 . 1 Hz) , 6. 
85 (1H, s) , 7. 1-7. 5 (5H, m) , 7. 71 (1H, d, J 
= 8. IHzK 7. 88 (1H, d, J = 8. 1Hz) , 7. 96 (1H, 
s) , 8. 11 (1H, d, J = 7. 7Hz) , 8. 18 (1H, J = 7. 
7Hz), 8. 38 (1H, d, J = 7. 5Hz), 10. 48 (1H, s), 
11. 4 8 ( 1 H, s) 

mmm 1 1 5 
mmmi 6 1 tmmtzhTTmcDiia&M&mto 

N- [3- ( 1 -x^;i/- 2 1 H — f KV S J— ))/- 5 ->f ;V) 7 
rc-;i/] -3 - ( 2 -^rc-;i/) ^>X?^ F 
AP C I -ma s s ; m/z 3 8 8 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 1 . 18 (3H, t, J = 7. 2H 
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z) , 3. 99 (2H, q, J = 7. 2Hz), 6. 84 (1H, s) , 7. 
1-7. 3 (2H, m) , 7. 45 (1H, t, J = 7. 9Hz), 7. 5 
-7. 7 (3H, m), 7. 78 (1H, d , J = 8. 1Hz), 7. 8- 
8. 0 (3H, m), 8. 19 (1H, s), 10. 46 (1H, s) 

mum 116 

mmmi 6 1 tmm^vrrmcD^m^mrzo 

3- (5-^nD-2-?-x-;i/) -N- [3- (1, 

--r ^#v~;v- 5 -^;v) ^rc-;v] h- 

APCI-mass;m/z 4 0 8 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 2 . 36 (3H, s), 3. 55 (3 
H, s), 6. 88 (1H, s) , 7. 1-7. 3 ( 2 H, m) , 7. 45 
(1H, t, J = 7 . 9Hz) 3 7. 5-7. 7 (2H.ni), 7. 7-8. 
0 (4H, m) , 8. 13 (1H, s), 10. 44 (1H, s) 

mnm 1 1 7 
mmmi 6 1 hnm^vrrmcD^m^mco 

N- [3- [2- (^y;v^-n^^;v) 

- 5 -4 - 3 - ( 2 -^^-;i/) ^>X7^ h 

AP C I -ma s s ; m/z 4 1 0 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 3. 77 (3H, s), 7. 0-7. 
3 (3H, m), 7. 28 (1H, d, J = 7. 8Hz), 7. 5-7. 7 
(4H,m), 7. 9-8. 1 ( 4 H , m) , 8. 19 (1H, s), 10. 
5 1 ( 1 H, s) 

mnm 1 1 8 

»J1 6 1 i:l^«it:bTTSa©fls^*^fco 
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N- [3- [2- {l?y))/*U -l-^^-lH-^^V-/l/ 
-5--r;i/] 7 - 9 h-#;w\*v*— ;v- 1 h* 

APCI-mass ; m/z 4 1 7 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 3 . 79 (3H } s) , 7. 2-7. 
5 (6H, m) , 7. 56 (1H, d, J = 7. 8Hz), 7. 71 (1H, 
d, J = 8. 0Hz) , 7. 96 ( 1 H, d, J = 8. 1Hz), 8. 06 
( 1 H, s) , 8. 12 ( 1 H, d, J = 7. 5Hz), 8. 18 ( 1 H, 
d, J = 7. 7Hz), 8. 39 (1H, d, J = 7. 7Hz), 10. 5 
3 (1H, s) , 1 1. 5 0 (1H, s) 

J«#!l 1 1 9 

N- [6- [ (2-K^J?-;i/p(^;i/) T^y] - -9H- 
APCI-mass;m/z 3 9 4 (M + H + ) 

1 H — NMR (DMSO-d6) : d ; 4. 18 (2H, s), 4. 63 (2 
H, d, J = 6. 0Hz), 6. 65 (1H, d, J = 8 . 9 Hz) , 7. 
17 (1H, t, J = 6. 0Hz) , 7. 3-7. 6 (4H, m), 7. 6 
3 (1H, d, J = 6 . 5Hz), 7. 71 (1H, d, J = 6 . 9Hz), 
7. 82 (1H, dd, J = 8. 9Hz, 2. 6Hz), 7. 96 (1H, 
dd, J = 8. 0Hz, 1. 5Hz), 8. 09 (1H, d, J=6. 7H 
z), 8. 28 (1H, d, J = 2. 4Hz), 8. 51 (1H, d, J = 
2. 3Hz), 8. 5-8. 6 (2H, m), 10. 08 (1H, s) 



mmm 120 

N- [3- (3-^^-4H-l, 2, 4- h UTV— ;i/-4--r;i/) 7 
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- 9 H-#;w^~;i/- 1 -#;i//t?^-t^ p 
APCI-mass ;m/z 3 6 8. 4 7 (M + H + ) 
1 H — NMR (DMSO-d6) : 6 ; 2. 40 (3H, s), 7. 2-7. 
5 (4 H, m) , 7. 61 ( 1 H, t , J = 8 . 0 H z) , 7. 71 ( 1 H, 
d, J = 8 . 0 H z ) , 7. 98 ( 1 H, d, J = 8 . 0 H z ) , 8. 0 - 
8. 3 (3H, m) , 8. 40 (1H, d, J = 7. 1Hz) , 8. 73 (1 
H, s) , 10. 65 (1H, s) , 11. 51 (1H, s) 

mmm 1 2 1 
mmmi 6 1 hmm^^xTmcD^m^mtco 

N- [4-* b^>- 3 - (5 -t'D - 9H-*;Wt 

v*— l -^;i/^dr-9-^ F 

APCI-mass ;m/z 3 9 5 (M+H + ) 

1 H — NMR (DMSO-d6) : 6 ; 3 . 84 ( 3 H, s) , 7. 2-7. 
5 (4 H, m) , 7. 71 ( 1 H, d, J = 8. 0 H z) , 7. 93 ( 1 H, 
dd, J = 8. 9Hz, 2, 6Hz), 8. 0 3 (1H, d, J = 2 . 4H 
z) , 8. 13 (1H, d, J = 8. 0Hz) , 8. 17 (1H, d, J = 
8. 0Hz) , 8. 37 (1H, d , J = 7. 5Hz), 8. 98 (2H, 
s) , 9. 18 (1H, s) , 10. 41 (1H, s) , 11. 51 (1H, 
s) 

mmm 1 2 2 

N- ( 3 fry -9H-7iVtl/>-l-*;vW^ h' 

( 9 4 m g ) s 4-7U^n^> ( 5 7 m g ) £ N , N-i?* ^-JV^JV 
AT^ h* (1ml) ©fi^HlfcSS"e^^> (IV) ^V7"D*»h* (14 
6mg) §iD^.feo lBSIHatfSU ^©S^S^K: h UT-b h^r^K^b 
*->itbU->A (2 5 4mg) SJniU 14ilI#lfco 
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mWt^JV (30ml) T»#3&RU tK (30ml) T 3 [U (10m 

N- [3- [ (4-K'J5^7U) -9H-7jl/ 

1 -±Ultf*y-* b* (42mg) ^6fi|g a e B hbtffco 
MS : 3 9 3 (M+ 1) 

NMR (DMSO, (5) :4. 18 (2H, br s) , 4. 54 (2H, 
d, J = 5 . 7 H z) , 6. 4-6. 6 ( 1 H, m) , 7. 07 ( 1 H, d, 
J = 7 . 5Hz), 7. 2-8. 2 ( 1 2 H , m) , 8. 41 ( 1 H , s ) , 
10. 35 (1H, br s) 

mum 1 2 3 

^Jfteflll 2 2 2il^«t:bTTffi©fli^%l*^fco 
N- [3- [ (4-K'jy;i/7^) p<^;i/] 7i^;i/] 
> - 1 -*;p^Jf-b-^ K 
MS : 3 9 2 (M+ 1 ) 

NMR (DMSO, (5) : 4. 18 (2H, br s) , 4. 49 (2 H, 
d, J = 5 . 7Hz), 6. 6-7. 0 (2H,m) ) 7. 10 ( 1 H, d, 
J = 8 . 1 H z) , 7. 3-8. 2 ( 1 2 H, m) , 8. 61 ( 1 H, br 
s) , 1 0. 39 (1H, br s) 

mnm 1 2 4 

N- [3- [ [ (5-^D^E-l, 3-^T^-;i/-2-^;i/) T a- y ] ^ 

-9H-7;i/ti/>-l-*ji/WU' 
MS:4 7 6, 4 7 8 (1 : 1, Br m&fo, M+ 1 ) 
NMR (DM SO, 6 ) :4. 18 (2H, br s) , 4. 44 (2H, 
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d 3 J = 5. 8Hz) , 7. 0-7. 2 (2H, m) , 7. 2-7. 9 (8 
H, m) , 7. 97 (1H, d, J = 6. 6Hz), 8. 10 (1H, d, 
J = 7. 2Hz), 8. 37 (1H, t, J = 5. 8 Hz) , 10. 37 (1 
H, br s) 

mmm 125 
mmm 1 2 2 hmmizvrrmo^m^mtco 

N- [3- [ [ (3 5 ->f vt^;'j;i/) T^y] 7 
^— ;v] - 9 H-^;v^-i/>- 1 5 H 

MS : 3 9 6 (M+ 1 ) 

NMR(DMSO,S):2.00(3H,s),4.18(2H,br s), 
4. 26 (2H, d, J=6. 2Hz), 7. 08 (1H, d, J = 7. 6 
Hz), 7. 2-8. 2 (12H,m), 10. 36 (1H, br s) 

mnm 126 

1 2 2 iil^fiftK: tTTia©.<b^^#fe 0 
N— [3 — [ [ (4, 6-^^^;i/-2-ifU^;i/) r^y] p<^;v] ^ 

- 9 H-7;i/^-t/>- 1 -*;i/7i?^-y-^ i« 
MS : 4 2 0 (M+ 1 ) 

NMR (DMSO, 6) : 2. 14 (3H, s), 2. 28 (3H, s), 
4. 20 (2H, br s), 4. 52 (2H, d, J = 5 . 9Hz), 6. 
2-6. 4 (2H, m) , 7. 09 (lH,d,J = 7. 6Hz), 7. 2 
-7.8(8H, m),7.84(lH, br s),7.97(lH,d, 
J = 6. 5Hz), 8. 10 (1H, d, J = 7 . 3Hz), 10. 36 (1 
H, br s) 



mm i 2 7 
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mmmi 2 2 hmm^hxym^t^^mzo 

N- [3- [ [ (5, 6-5^^;i/-l, 2, 4-h'j7^>-3-^f;i/) 

y ] 7x-;i/] - 9 H.-y )\<^vis- l 5. F 

MS : 4 2 2 (M+ 1 ) 

NMR (DMSO, <5) :2. 31 (3H, s) , 2. 38 (3H, s) , 
4. 17 (2H, br s), 4. 55 (2H, d, J = 6. 5Hz), 7. 
07 (1H, d, 3 = 1 . 3Hz) , 7. 2-7. 9 (9H, m) , 7. 9 
7 (1H, d, J = 7. 7Hz), 8. 10 (1H, d, J = 7. 3Hz), 
10. 32 (1H, br s) 



mnm 128 
iiMi 2 2 hmmizLrrmcD^m^mzo 

N- [3- [ [ ( 6 -^DD- 3 -K»J^-;b) T^y] 7^- 

;v] - 9 u-yji^-u>- 1 p 

MS : 4 2 7 (M+ 1) 

NMR (DMSO, 6) :4. 18 (2H, br s) , 4. 56 (2H, 
d, J = 5. 8Hz), 6. 97 (1H, d, J = 9. 3Hz), 7. 10 
(1H, d, J = 7 . 6Hz), 7. 2-7. 8 (9H,m), 7. 83 (1 
H, br s), 7. 97 (1H, d, J = 6. 6Hz), 8. 10 (1H, 
d, J = 7. 2Hz), 10. 35 (1H, br s) 

$mm 129 
mmmi 2 2 hisi«tc:LTTfacD<ti^^t#fco 

N- [3 - [ [ (5-tf'J^V-3-f;V-4H-l, 2, 4-hUTV"— 

;]/-3--f;v) - 9H-7Mi/>-l-M 

MS : 4 5 9 (M+ 1 ) 
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NMR (DMSO, 6) : 4. 18 (2H, br s) , 4. 45 (2H, 

d, J = 6. 6Hz), 7. 0-8. 4 (1 5H, m) , 8. 54 (1H, 

d, J = 4. 5Hz), 9. 08 (1H, br s), 10. 37 (1H, 
b r s ) 

mmm 1 3 0 
mnm i 2 2 kitttitTiaofli^isfft, 

n — [3- [ (1, 3, 4-f7S?7vf- ;v- 2 --r;i/T^ y ) 7 

- 9 H-7)]/*l'>- 1 h* 
MS : 3 9 9 (M+ 1 ) 

NMR (DMSO, (5) : 4. 19 (2H, br s), 4. 51 (2H, 
d, J = 5. 7 Hz) , 7. 11 (1H, d, J = 7 . 8Hz), 7. 2- 
7. 8 (7 H, m) , 7. 86 (1H, br s), 7. 97 (1H, d, 
J = 6. 5 Hz) , 8. 11 (1H, d, J = 7. 0Hz), 8. 33 (1 
H, t, J = 5 . 7Hz), 8. 64 (1H, s) , 10. 3 6 ( 1 H, b 



mmm 1 3 1 
mmm 1 2 2 ^i^«cbTTia©^4»*wfco 

N-[3-[(lH-l,2, 4-hij7V-/V-3-^;V7^) jjWV] 
7rc-;V] - 9 K-7)]s#]s>- 1 -^;i/^=3ri^^ h* 
MS : 3 8 2 (M+ 1) 

NMR (DMSO, 6) :4. 18 (2H, br s) , 4. 31 (2H, 
d, J = 5. 8 Hz) , 6. 77 (1H, t, J = 5 . 8Hz), 6. 9 - 
7. 8 ( 1 0 H, m) , 7. 85 (lH.br s), 7. 97 (1H, d, 
J = 6. 6Hz), 8. 10 (1H, d, J = 7. 0Hz), 10. 35 (1 
H, br s) 



r s ) 
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mmm 132 
mmmi 2 2 hnm^vxTmo^m^mtzo 

N- [3- [ [ (2 T^y] ^^v] 

- 9 H-^;i/^-i/>- 1 - *;i/^^r'U-^ K 
MS : 4 2 6 (M+ 1 ) 

NMR (DMSO, 6) : 4. 18 (2H, br s) , 4. 36 (2H, 
d, J = 5 . 8Hz), 6. 4-6. 6 (2H,m), 7. 08 ( 1 H, d, 
J = 7 . 5Hz), 7. 3-7. 9 ( 1 0 H , m) , 7. 97 (1H, d, 
J=6. 6Hz), 8. 10 (1H, d, J = 7. 4Hz), 10. 37 (1 
H, br s) 

mmm 133 
mmmi 5 8 nmm^vxymo^m^m^o 

N- [3- [ [ (2-^DD-4-tf'J^) T^y] p<^;i/] 

- 9 H-#;wW— 1 -ij)]/^^^^ k 
MS : 4 2 7 (M+ 1 ) 

NMR (DMSO, (5) : 4. 37 (2H, d, J = 5. 8 Hz) , 6. 5 
-6. 6 (2H,m), 7. 0-7. 5 (5H,m), 7. 53 (1H, t, 
J = 5 . 8Hz), 7. 6-8. 0 (4H,m), 8. 0-8. 3 (2H, 
m),8.37(lH,d,J = 7.1Hz),10.41(lH,br s), 
11. 49 (1H, br s) 

mmm is 4 
mmm 1 5 8 tmmizLxrmo^m^mzo 

n- [3- [ (4 -try j ) 71^] -9H-*;i/^; 
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MS : 3 9 3 (M+ 1 ) 

NMR (DMSO, 6) :4. 34 (2H, d , J = 5. 8Hz), 6. 4 
-6. 6 (2H, m) , 7. 0-7. 5 (6H, m) , 7. 6-8. 3 (7 
H, m) , 8. 36 (1H, d, J = 7. 5 Hz) , 10. 40 (1H, b 
r s) , 11. 50 (1H, br s) 

mmm 1 3 5 
mmm 1 5 6 tmm^Lxrmco^m^mtzo 

N- [3- [ [ (5-7;i/tD-lH-^>X^^y;i/-2-^f;!/) 

s] p<^;i/] y - 9 H-7;i/^-i^>- 1 -#;i/^t>-=- h* 

MS : 4 4 9 (M+ 1 ) 

NMR (DMSO, 6) : 4. 18 (2H, br s) , 4. 54 (2H, 
d 5 J = 6 . 0Hz), 6. 5-6. 8 ( 1 H , m) , 6. 8-7. 8 (1 
1 H, m) , 7. 86 ( 1 H, br s) , 7. 96 ( 1 H, d, J = 6. 
6Hz), 8. 10 (1H, d, J = 7. 2 Hz) , 10. 36 (1H, b 
r s ) 

mmm 1 3 6 
mmm 1 5 8 tmm^^rrmcD^m^mrzo 

N- [3 - [ [ ( 5 -jrf h^>- 1H-^>X^ ^V;v- 2 --Y;v) 7* ^. 

7ir;i/] - 9 H-#;wty— 1 p 
MS : 4 6 2 (M+ 1 ) 

NMR (DMSO, 6) :3. 70 (3H, s), 4. 54 (2H, d, J 
= 5. 8Hz), 6. 48 (1H, dd, J = 2. 3Hz, 8. 4Hz), 
6. 75 (1H, d, J = 2. 3Hz), 6. 9-7. 5 (7H,m), 7. 
6-7. 8 (2H, m), 7. 95 (1H, br s), 8. 0-8. 3 (2 
H, m), 8. 36 (1H, d, J = 7. 6Hz) , 10. 40 (1H, b 
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r s),10.7(lH, br s) , 11. 51 (1H, br s) 

mmm 1 3 7 
mmm 1 4 h mm tut Tta©^-^ %mtz 0 

(2E) -N- [3-7;v*n-5- (^U^>^V7^y) 
-3 - (2-hij7Mn^f;V7i-;v) -2-^°d^>t^K 
mp 103-105 °C 
MS : 4 2 8 (M+ 1 ) 

NMR (DMSO, 6) : 6 . 37 ( 1 H, d, J = 1 0 . 0 H z) , 6. 
53 (2H, s) , 6. 81-6. 93 (2H, m) , 7. 31-7. 49 
( 4 H , m) , 7. 64 ( 1 H , d d , J = 7. 5Hz, 7 . 5Hz), 7. 
73-7. 95 (6H, m) , 10. 44 (1H, s) 

mmm 1 3 8 
ms^i 1 4 hmmzhTTm<D4h'&m%mtzo 

(2E) -N- [3-7DO-5 - (-f 5: J^>V)\sT$. J ) - 
3- (;2-7MD7irjb) -2-7D^>7^ F 
mp 186-187 °C 
MS : 3 9 4 (M+ 1) 

NMR (DMSO, 6 ) :6. 57 (3H, s), 6. 92 (1H, d, J 
= 15. 8Hz), 7. 04 ( 1 H , s), 7. 24-7. 37 (2H,m), 
7. 39-7. 56 (4H, m), 7. 55-7. 78 (3H, m), 7. 
94 (2H, s) 10. 37 (1H, s) 

mmm 139 

(2E) -N- [5- U ^ y^>^;i/7^ y ) -2-^^Jl/7x^] - 
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3- (2-F'j7;i/tn^f;V7i-;i/) - 2-7n^>7^ F 
mp 220-222 °C 
MS : 4 2 4 (M+ 1 ) 

NMR (DMSO, 6) : 2. 24 (3H, s) , 6. 54 (2H, s) , 

6. 67 ( 1 H, d, J = 7. 6Hz), 7. 07-7. 21 (2 H, m) , 

7. 30 (IE, s ) , 7. 39-7. 56 (3 H,m), 7. 63 ( 1 H , 
dd, J = 7. 5Hz, 7. 5Hz), 7. 75-8. 03 (6H, m), 
9 . 5 2 ( 1 H, s) 

mmm 1 4 0 

(2E) -N- [5 - (>f - 2 - ^ h^^>7^-;i/] 

- 3 - (2 - h >; 7JWD^^V7i^) - 2 - 7°D^>7^ b* 
mp 208-2 10 °C 
MS : 4 4 0 (M+ 1 ) 

NMR (DMSO, 6) : 3. 87 (3H, s), 6. 33 (2H, s), 
6. 62 (1H, d, J = 7 . 0Hz), 7. 04 (1H, d. J = 8 . 7 
Hz), 7. 34 (1H, d, J = 1 5 . 6Hz), 7. 40-7. 50 (3 
H, m), 7. 62 (1H, dd, J = 7. 6Hz, 7. 6 Hz) , 7. 7 
1-8. 00 (7 H, m) , 9. 48 (1H, s) 

mmm 1 4 1 

(2E) -N- [2-7DD-5 - U 5. y^>^;i/7^ J ) - 
3- (2-h'j7jWD^^l/7i^) -2-7°n^>7 7 ^F 
mp 198-199 °C 
MS : 4 4 4 (M+ 1 ) 
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NMR (DMSO, 6) : 6. 47 (2H, s) , 6. 68 (1H, d, J 
= 8. 3Hz), 7. 2 6 (1H, d, J=l 5. 4Hz), 7. 3 5-7. 
69 (6H, m), 7. 73-8. 03 (6H, m), 9. 68 (1H, s) 

mmm 1 4 2 
mmm 1 4 ^TO^b-cTiB©^ti^t#feo 

(2E) -N- [3-^DD-5 - 3. ;^>y;V7^ J ) 7ir:jl/] - 
3 - ( 2 -7n=E7 rc-;v) - 2 -7*D^>7^ K 
mp 9 9 - 1 0 1 °C 

MS : 4 5 4, 4 5 6 (M+ 1 , B r M'ffif*) 

NMR (DMSO, 5) : 6. 58 (3H, br s), 6. 81 (1H, 
d, J = 1 5 . 5 H z ) , 7. 02 (1H, s), 7. 31-7. 6 2 (6 
H, m), 7. 70-7.80 ( 2 H , m) , 7. 85 (1H, d, J = 1 

5. 5Hz), 7. 97 ( 2 H, m) , 10. 37 (1H, s) 

H»J 14 3 

mmm 1 4 hmm^vrrmo^m^rco 

(2E) -N- [3- (^fU^>^l/7^7) -4-p<^;i/7^-;v] - 
3- (2-MJ7Jl/tD^f;i/7i-jl/) -2-7*n^>7^ h* 
mp 112-116 °C 
MS : 4 2 4 (M+ 1 ) 

NMR (DMSO, 6) : 2. 04 (3H, s), 6. 16 (2H, s), 

6. 90(lH,d,J=15. 3Hz), 7. 11-7. 19(2H,m), 

7. 29 (1H, d, J = 8 . 3Hz), 7. 40-7. 51 (3H,m), 
7. 62 (1H, dd, 3 = 1. 4Hz, 7. 4Hz), 7. 71-8. 0 
3 (6H, m) , 1 0. 1 9 (1H, s) 
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mmm 1 4 4 
mmm 1 4 hnmiz^xymoih^^nt^o 

(2E) -N- [3- (J X J^>i?)V7* J) -4 -p< h^i/^^-;i/] 
-3 - (2-h'j7/l/^-D^^;i/7i^/I/) -2-7 0 d^>t^F 
mp 2 13-2 14 °C 
MS : 44 0 (M+ 1 ) 

NMR (DM SO, 6) :3. 71 (3H, s) , 6. 28 (2H, s) , 
6. 88 (1H, d, J=15. 3Hz) , 6. 97 (1H, d, J = 8. 
9Hz), 7. 17 ( 1 H , s ) , 7. 33-7. 50 (4H.ni), 7. 
62 (1H, dd, J = 7. 5Hz, 7. 5Hz), 7. 71-8. 00 (6 
H, m) , 1 0 . 1 6 ( 1 H, s) 

mmm 145 

(2E) -N- [4 -^DD- 3 - (-f 5. J ^y*J)VTX J ) y ai—)^ - 
3 - ( 2 - h y 7;i/^-D^^;i/7 - 2 -7da>?^ k 

mp 188-189 °C 
MS : 4 4 4 (M+ 1 ) 

NMR (DMSO, 6) : 6 . 49 (2H, s), 6. 88 (1H, d, J 
= 15. 4Hz), 7. 27-7. 50 (6H, m), 7. 63 (1H, d 
d, J = 7. 5Hz, 7. 5Hz), 7. 72-7. 97 (6H, m), 1 
0 . 3 7 ( 1 H, s) 

mnm 1 4 6 
mmm 1 4 ^^^LTTiB©>fb^^t#feo 

(2E) -N- [3- U X J^>^)]yT^ J ) -5- 
T^y) -3- (2-h'j7;i/tD^f/V7ir;|,) -2-7n 
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mp 150-155 °C 
MS : 5 0 3 (M+ 1 ) 

NMR (DMSO )( y):3.02(3H,s) ) 6.47(3H ) br s) , 

6. 9 2 (1 H, d, J = 1 5. 4Hz), 7. 10 (1H, s) , 7. 2 
8 (1H, s) , 7. 40-7. 51 (3H, m) , 7. 63 (1H 3 dd, 
J = 7. 4Hz, 7. 4 Hz) , 7. 70-7. 99 (6 H, m), 9. 6 
8 ( 1 H , s ) " 10.34 (1H, s) 

mmm 147 
mmm 1 4 t^tbTTiao^^s^feo 

(2E) -N- [3-^DD-5 - [^^y (4-^<^;i/X;i/^-;i/T^y 
T^y] -3- (2-^DD7xr;L') -2-7°D^ 

mpl58-160°C 
MS : 5 0 3 (M+ 1 ) 

NMR (DMSO, tf):6.50(2H,br s) , 6. 5 7 (1H, 
s), 6. 86 (1H, d, J=l 5. 6 Hz) , 7. 01 (1H, s), 

7. 23 (2H, d, J = 8. 7Hz), 7. 41-7. 50 (2H, m) , 
7. 50-7. 59 (2H,m), 7. 73-7. 95 (4H,m), 10. 
0 1 (1H, s) 10. 3 7 (1H, s) 



mnm 1 4 8 

(2E) — N — [3-^DD-5 - [>f^y ( 2 -7;i/^-D^>s;;i/) 

y] y^-)^-] - 3- (2 - b y 7Md^;v7i^) -2- 
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mp 209-2 10 °C 
MS : 4 6 2 (M+ 1 ) 

NMR (CDC 1 3 , 6) : 5 . 29 (2 H, br s), 6. 49 ( 1 H, 
d, J = 1 5 . 3Hz), 6. 80 ( 1 H, s) , 7. 08-7. 31 (3 
H, m) , 7. 41-7. 76 ( 7 H, m) , 8. 04-8. 18 ( 2 H, 
m) 

mmm 149 
mmm 1 4 hn^hxymo^m^tzo 

(2E) -N- [3- U^y ( 2 -y)\y^ru^yv)\y) TXJ~[ y^-jV] 
- 3 - (2 - h U 7MD^Jl/7irjl/) - 2-7D^>7^ h* • 
MS : 4 2 8 (7 >J + 1 ) 

NMR (DMSO, 8) :7. 05 (1H, d , J=15. 4Hz) , 7. 
37-7. 74 (7 H, m) , 7. 77-8. 03 ( 5 H, m) , 8. 48 
( 1 H, s) , 9. 23 ( 1 H, s) , 10. 07 ( 1 H, s) , 11. 0 
5 ( 1 H, s) , 11. 61 ( 1 H, s) 

mmm 150 
mmm 1 4 ^^tLTTfao^ti^^feo 

(2E) -N- [3-^DD-5- U ^ J ) -2-p<h^ 

5/7 -3 - (2 - h >J 7;i/^n^5 : -;V7xr;v) - 2 -rn^>7 

^ K 

MS : 4 7 4 (M+ 1 ) 

NMR (DMSO, 6) : 3. 80 (3H, s), 6. 50 (2H, s), 
6. 64(1H, s), 7. 30-7. 55 (4H, m), 7. 63 (1H, 
t, J = 7. 4Hz), 7. 75-8. 05 (7H,m), 9. 71 (1H, 
s) 
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mmm 1 5 1 

(2E) -N- [3-#nn-5- (-T 5. J ^y*J)VT% J ) - 4 h^r 
^:7 3i-;i/] -3 - (2-h'j7WD^?Jl/7x-jl/) - 2-7°D^>7 

MS : 4 7 4 (M+ 1 ) 

NMR (DMSO,5) :3. 68 (3H, s) , 6. 5 3 (2H, br s) , 

6. 84 (1H, d, J=l 5. 3 Hz) , 7. 00 (1H, s) , 7. 4 
0-7. 46 (3H, m), 7. 55-7. 69 ( 2 H , m) , 7. 7 1- 
8. 0 6 (6H, m) , 10. 2 3 (1H, s) 

mmm 1 b 2 
^»ji 4 ti^ttt: isTTm(Dih&m%mt£ 0 

(2E) -N- [2, 4-y7;i/tn-5- 14$; (4-t*?-;vt$; 

^>^;i/) T^y] 7rc-;v] -3 - (2-h'j7MD^^V7x-^) 

- 2 -rn^.>T^ F 
mp 180-185 °C 
MS : 5 0 3 (M+ 1 ) 

NMR (DM SO, 6) : 2. 07 (3H, s) , 6. 54 (2H, s) , 

7. 14 ( 1 H, d, J=15. 3Hz), 7. 29 ( 1 H, t , J=10. 
8Hz) , 7. 60-7. 95 (1 OH, m) , 10. 0 3 (1H, s) , 
10. 12 ( 1 H, s) 

mmm 153 

mnW 1 4 hlffJtt^LT, 1 : (2E) -N- [3-7UD 

-5- (4-^^/l/^;V^^/V7^7^>^/l/) T^y] 7 rn-;i/] 
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-3- ( 2 - h i; 7 )]/*U 7 =.)]/) -2-7D^>7^ FO^M 

o 

mp 180-185 °C 
MS : 5 3 7 (M+ 1 ) 

NMR (DM SO, 6) : 3. 17 (3H, s), 6. 89 ( 1H, d, J 
= 15. 4Hz), 7. 29 ( 1 H, s) , 7. 36-7. 43 (2H,m), 
7. 6 0 - 7. 9 6 (9 H, m) , 9. 40 (2H, br s) , 1 0. 5 
1 (1H, s) , 10. 76 (1H, s) , 11. 36 (1H, s) 

mMM 15 4 

mnm 1 4 tmm^vxrmo^m^mzo 

(2E) -N- [2, 3-^DD-5- (-f * 7^>i?)l>m 7) 7 

- 3 - ( 2 - h y 7;v^-n^^-;i/7oi-;v) - 2 -7n^>7^ p 
mp2 13-2 14 °C 
MS : 4 7 8 (M+ 1 ) 

NMR (DMSO, 6) : 6 . 67 (2 H, s) , 6. 89 ( 1 H, s) , 
7. 25 ( 1 H, d, J = 1 5 . 3Hz), 7. 40-7. 50 (4H,m), 
7. 64 (1H, t, J = 7. 5Hz), 7. 75-7. 98 (6H, m), 
9 . 8 2 ( 1 H, s ) 

mnm 155 

Wf^^JV (lml) (2E) -N- [2, 3-^DD-5 - (-f 

S y ^L>^;i/T^ y ) 7 1-;]/] - 3 - ( 2 - h V 7J)y^-U^^)l7 
-2-7D^>7^ F (5 Omg) teWWt^JV* 4Nffim (lml) £fln 

£fco mux lmmticn&s mm^m^v, ^v^-cx? >j-jkcu (2 

E) -N- [2, 3-^^DD-5- (-f =• y ) 

- 3 - ( 2 - h U 7MD^f;i/7ix;i/) - 2-7°u^>t^ p ■ Jg^Jfi 
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(14mg) SSftOi^B^ttfcUtffco 
MS : 4 7 8 (7 D — #:+ 1) 

NMR (DMSO, <5) : 7. 12-8. 22 (13H.ni), 9. 24 (1 
H, s), 9. 98 (1H, s) , 10. 21 (1H, s) , 11. 68 (1 
H 3 s) 

H»J 1 5 6 

M4b*^\s> (1ml) *t3- (1, 
)]/- 5 --f;i/) - 5 -7MD7riJ >(6 2mg) £ h Ux^7^ > (7 
3mg) (Dm^^a\^MMr^y )^^r\y^ti)Vifsym^u >J K (145mg) § 
An^fco 6 B^jf fijfo$fr&«l&fm:c^;i/ (5ml) T*#fRU 7K (3 
0ml) t3Wlfeo ^Ji^Mv^^^«j7AT^!)gbs Staifco 

i/>-^f-;i/7JPa-;v= l o/i) (ij;Dllu ifx 

f-/V-^V7 , Dl^jH-T/t/©i^l-C«U N- [3- (1, 
^-lH-^^V-jV-5-^fjl/) - 5 -7MD7i-il/] -9H- 
7fr*U>- 1 K (55mg) SilfiMI^btffco 

MS : 3 9 8 (M+ 1 ) 

NMR (DMSO, (5) : 2. 37 (3H, s) , 3. 60 (3H, s), 
4. 21 (2H. br s), 6. 97 (1H, s) , 6. 9-7. 2 (1 
H, m) , 7. 3-7. 5 (2H.ni), 7. 5-7. 9 ( 5 H, m) , 7. 
99(lH 3 d,J=6. 5Hz) , 8. 14(lH,d,J = 7.2Hz), 
10. 62 ( 1 H, s) 

mum 157 

N- [3-7DD-5 - (1, 2-^^^/l/-lH-f^V-/P-5-^ 
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JV) 7x~;v] - 9 H.-7J]/jrU>- 1 -;fc;i/7t?3f-y-^ ff 
MS : 4 1 4 (M+ 1) 

NMR (DM SO, 6) : 2. 37 (3H, s) , 3. 59 (3H, s) , 
4. 21 (2H, br s),6.98(lH, s),7. 2-7. 9(7 
H, m) , 7. 9-8. 1 ( 2 H, m) , 8. 14 ( 1 H, d , J = 7 . 3 
Hz) , 10. 60 ( 1 H, s) 

mmm 1 5 8 

3 - ( 1 , 1 H--r ^^;-/i/ - 5 ->r;i/) - 5 

(1. 07g), 1 - 7 ( 1 . 24g) , 1 

- t h*D3r$/^>l/ h U 7^/-;V ( 7 9 9 mg) N 4 -i^^l/T^ J \± V 

(7 2 2mg) hWAbtf-Vls (5 0ml) ©fi^ftC l -x^-;i/- 3 

- (3-^^^i/7^y7nt;v) ^ K • (1. 13g) 
Sat^T^M-CSn^fco 2 Hffla#^ 1N-Il(2 0 0m 

i) iz&ufdo ^^t^Kmrnm^mh^^vy (200ml) -e$ft#u 

1 N-7jcMb^- h U >>At4iftL^ WLfll*^l<> (2 0 0ml) -C3Hlttiffi 

; 1^2^3%) N «xf;i/- n -A^> (1 : 2) "C 
JM&U N- [3- (1, 2-^^^V-lH-^^V-/l/-5-^;V) 

- 5 F^i/7i-jl/] - 9 H-^;v^-i/>- 1 Ml. 
16g) §*Stfiiglfcbt^fc» 

MS : 410 (M+ 1) 

NMR (DM SO, 6) : 2. 36 (3H, s) , 3. 57 (3H, s), 
3. 81 (3H, s) , 4. 20 (2H, br s) , 6. 7-6. 8 (1 
H, m) , 6. 89 (1H, s) , 7. 3-7. 5 (3H, m) , 7. 5- 
7. 7 ( 3 H , m) , 7. 74 ( 1 H , d , J = 7 . 7Hz), 7. 9-8. 
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1 ( 1 H, m) , 8. 13 ( 1 H, d, J = 7. 5Hz), 10. 40 (1 
H, br s) 

15 9 

mmmi 5 6 hnm^vrymo^m^mzo 

N- [3- ( 1 , 2 -i? lH-^f^ 5 ->r;v) - 5 - (4 

-WJr^) 7i-;p] - 9 H-7;i/^-i/>- 1 -#;i/^3r1?-^ H 
MS : 4 6 5 (M+ 1 ) 

NMR (DMSO, 6) : 2. 35 (3H, s) , 3. 0-3. 3 (4H, 
m) , 3. 56 (3H, s) , 3. 6-3. 9 (4H, m) , 4. 20 (2 
H, br s) , 6. 72 ( 1 H, s) , 6. 86 ( 1 H, s) , 7. 2 - 
7. 8 (7H, m) , 7. 9-8. 1 (1H, m) , 8. 11 (1H, d, 
J = 7. 2Hz) , 10. 29 ( 1 H, s) 

mmm 1 6 o 

Ml 5 8 h^tb-CTiac-fh^^^fco 
(2E) -N- [3-^nn-5 - (1, 

;i/-5--f;P) - 3- [2- (f'j7/i/tn^^jv) 7^-;i/] 

- 2 -7"D^>7^ K 
MS : 4 2 0 (M+ 1 ) 

NMR (DMSO, 6) : 2. 36 (3H, s) , 3. 57 (3H, s) , 
6. 87 ( 1 H, d, J = 1 5 . 3Hz), 6. 97 (1H, s), 7. 2 
-7. 3 ( 1 H, m) , 7. 5-8. 0 ( 7 H, m) , 10. 65 (1H, 
b r s ) 

mum i6i 

3 - ( 1 , 2 -V*?-)),- 1 H--T 5. )V- 5 --f;i/) - 5 -pt h^r 
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(52mg) J: 6 - 7;vtD - 9 H-*;wv;-ji/- 1 - 

>m(5 5mg) (Dmt^^-lyy (2ml) (3 
-^^il/T^/ntjl/) *;i/st*SM =• h* -mWtM. (6 9mg) hN 3 N 
-^^^V7^Vf'J^> (15mg) ^flDiU 1 8 

bfeo tl^tl £ Mfc T*#SR b , 7k. 1 NzkSHb^ h <J ^AyKmmh 

5febfco lt^^^y-/K*U *PRU ML V N- [3- (1, 2 
-^^?-;i/-lH-^^V-Jl/-5-^Jl/) - 5 h^->7^-;i/] - 
6 9 H-#;WW— ;v- 1 F (40mg) £f# 

o 

APCI— mass ; m/ z 4 2 9 . 4 0 (M + H + ) 
1 H-NMR(DMS0-d6) : 6 ; 2 . 37 (3H, s) , 3. 59 (3 
H, s), 3. 83 ( 3 H, s) , 6. 74 ( 1 H, s) , 6. 91 ( 1 H, 
s) , 7. 2-7. 4 (2H, m) , 7. 53 (1H, t , J = 1. 4Hz) , 
7. 62 (1H, t, J = 2. 0Hz) , 7. 71 (1H, dd, J = 4. 
6Hz, 8. 9Hz), 8. 03 (1H, dd, J = 2. 5Hz, 9. 3H 
z) , 8. 13 (1H, d, J =7 . 2Hz) , 8. 40 (1H, d, J = 
7. 6Hz), 10. 44 (1H, s), 11. 56 (1H, s) 

^!»J 1 6 2 

mmmi e 1 tmm^vxrt^h^^mtc 0 

N- [3- (1, 2-^^^V-lH-^^V-/V-5-f;P) -5-^< 
hdr^7^-;i/] - 9 H-£;wW— 1 -^l/^i^ F 
APCI— mass ; m/ z 4 1 1 . 40 (M + H + ) 
1 H — NMR (DMSO-d6) : <5 ; 2 . 37 (3H, s), 3. 59 (3 
H, s), 3. 83 (3H, s), 6. 74 (1H, t, J=l. 8Hz), 
6. 91 (1H, s), 7. 21 (1H, t, J=7. 5Hz), 7. 31 
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(1H, t , J = 7. 7Hz), 7. 4 2 ( 1 H, t , J = 7 . 6Hz), 

7. 5 4 (1H, s), 7. 63 (1H, t, J = 2. 0Hz), 8. 10 
(1H, d, J = 7. 7 Hz) , 8. 18 (1H, d, J = 7. 7Hz), 

8. 38 (1H, d, J = 7. 6 Hz) , 10. 43 (1H, s), 11. 
5 0 ( 1 H, s) 

mmm 1 6 3 
mmm 6 1 hmmizhxTmco^m^mtzo 

N- [ 3 D D - 5 - (1, 2-i;^^-lH-f^V-;i/-5-^ 

;i/) 7x-/i/] - 9 H-*;wv;-;i/- l h* 
AP C I -ma s s ; m/z 4 1 5 . 27 (M + H + ) 
1 H — NMR (DMSO-d6) : 6 ; 2 . 38 (3H, s), 3. 61 (3 
H, s), 6. 99 (1H, s), 7. 2-7. 5 (4H, m), 7. 72 
(1H, d, J = 8. 0Hz), 7. 84 (1H, t, J=l. 6Hz), 
8. 1-8. 3 ( 3 H , m) , 8. 40 (1H, d, J = 7. 5Hz), 1 
0. 61 (1H, s), 11. 53 (1H, s) 

mmm 1 e 4 
mmrni 6 1 hmm^^xrmcD^m^nrzo 

N- [3-^nn-5 - (1, 2-^^^/V-lH-^^V-JV-5-^ 
7ir;i/] - 6 -7;i/^"D- 9 H-#;w?\/— 1 -jj)l<tf*-V-$ h* 
AP C I -ma s s ; m/z 4 3 3 . 2 0 (M + H + ) 
1 H — NMR (DMSO-d6) : 6 ; 2. 37 (3H, s), 3. 61 (3 
H, s), 6. 98 (1H, s), 7. 2-7. 4 ( 3 H , m) , 7. 70 
(1H, dd, J = 9. 3Hz, 4. 6Hz), 7. 83 (1H, s), 8. 
04 (1H, dd, J = 9 . 3Hz, 2. 5Hz), 8. 1-8. 3 (2H, 
m), 8. 42 (1H, d, J = 7. 6Hz), 10. 61 (1H, s), 
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11. 5 0 ( 1 H, s) 

mmm i 6 5 
mmmi 6 1 tmrn^vr rmo^m & 0 

N- [3-^on-5 - (l, 2-^^^;v-ih-^^V-;v-5-^ 

)]y) !7x.-;i,] -2, 3 - 5=-JV - 1 H - ^ > h -/I/ - 7 - * JVt^t ^ 
K 

APCI-mass ;m/z 3 9 3. 3 3 (M + H + ) 
1 H — NMR (DMSO-d6) : 6 ; 2 . 18 (3H, s), 2. 37 (6 
H, s), 3. 59 (3H, s) , 6. 96 (1H, s) , 7. 09 (1H, 
t , J = 7 . 7Hz), 7. 23 ( 1 H, t , J = 1 . 7Hz), 7. 63 
(1H, d, J = 7. 7Hz), 7. 71 (1H, d, J = 7 . 7Hz), 
7. 81 (1H, s), 8. 11 (1H, t, J = 1 . 9Hz), 10. 4 
4 ( 1 H, s) , 1 0. 8 0 ( 1 H, s) 

mmm 1 e 6 
mmmi e 1 t^ttcbTTSBoft^s^fco 

N- [3-^DD-5 - (4, 5-^?-;i/-iH-^5^;-;i/-l-^ 
;i/) 7 - 9 u-7)]/*]s >- 1 -£;i/^3ri^ j« 

APCI-mass ;m/z414. 33 (M + H + ) 
1 H — NMR (DMS0-d6) : 6 ; 2. 12 (3H, s), 2. 15 (3 
H, s), 4. 21 (2H, s), 7. 3-7. 5 (3H, m), 7. 5- 
7. 9 (5H,m), 7. 98 (1H, d, J = 6 . 4Hz), 8. 05 (1 
H, t, J=l. 8Hz), 8. 15 (1H, d, J = 6. 8Hz), 10. 
7 0 ( 1 H, s) 



Mm 16 7 
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mmmi 6 i tmmizvrrmcD^m^mzo 

N- [3 -*DD- 5 - (4, 5-^^f/l/-lH-f^V-/t/-l-^ 
;v) y - 9 H-*;wv;-;i/- l - ^M3pt> F 

APCI-mass ;m/z415. 20 (M + H + ) 
1 H — NMR (DMSO-d 6) : <5 ; 2 . 14 (3H, s) , 2. 17 (3 
H, s) , 7. 21 (1H, t, J = 7. 5Hz) , 7. 3-7. 5 (3H, 
m) 5 7. 6-7. 8 ( 2 H , m) , 7. 87 ( 1 H , t, J = 1 . 9Hz), 
8. 1-8. 3 (3H, m), 8. 41 ( 1H, d, J = 7. 5Hz) , 1 
0. 71 ( 1 H, s) , 11. 54 ( 1 H, s) 

mmm 1 6 8 

N- [3-^DD-5 - (4, 5-i;^f/l/-lH-^^^;-JV-l-^ 
7i-ji/] - 2, 3 l H--f > F— 7 -^;i/^^rit^ 

APCI-mass ;m/z 3 9 3. 3 3 (M + H + ) 
1 H — NMR (DMSO-d 6) : <5 ; 2 . 12 (3H, s) , 2. 15 (3 
H, s) , 2. 19 (3H, s) 5 2. 36 (3H, s) , 7. 10 (1H, 
t, J = 7. 7Hz) , 7. 30 (1H, t, J=l. 9Hz), 7. 64 
(1H, d, J = 7. 7Hz), 7. 7-7. 9 ( 2 H , m) , 7. 84 (1 
H, t, J = 1 . 7Hz), 8. 15 (1H, t, J = 1 . 9Hz), 10. 
55 (1H, s), 10. 82 (1H, s) 

mnm 1 6 9 
mnmi 6 1 tmm^hxrmo^m^mtco 

N- [3- (4, 5-^^f-jl/-lH-^^^;-;i/-l-^f;V) -5-* 
b^>:7;n-;y] - 9H-7Ml/>- 1 -#;V#^1^ P 
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APCI-mass ;m/z410. 47 (M + H + ) 
1 H — NMR (DMSO-d6) : 6 ; 2 . 12 (3 H, s) , 2. 14 (3 
H, s) , 3. 82 (3H, s) , 4. 20 (2H, s) , 6. 75 (1H, 
t , J = 2 . 0 H z ) , 7. 3-7. 5 ( 3 H , m) , 7. 5-7. 7 (4 
H, m) , 7. 74 (1H, d, J = 7. 7Hz) , 7. 98 (1H, d, 
J = 6. 2Hz), 8. 13 (1H, d, J=6. 6Hz) , 10. 52 (1 
H, s) 

mmm 170 
§^&#g 1 6 1 hmmiz\sT-fm<D4h<&m%mfco 

N- [3- (4, 5-^^^I/-lH-^^^;-;V-l-^fjV) - 5 
N^fS/^jc— -9H-A;^y-;i/-l-*;i/^f-^ F 
APCI-mass;m/z411. 33 (M + H + ) 
1 H — NMR (DMSO-d6) : 6 ; 2 . 13 (3H, s) , 2. 16 (3 
H, s) , 3. 85 (3H, s) , 6. 76 (1H, t, J = 2. 0Hz) , 
7. 20 (1H, t, J = 7. 1Hz) , 7. 31 (1H, t, J = 7. 7 
Hz), 7. 42 (1H, t, J = 7. 1Hz) , 7. 56 (1H, t, J 
= 1 . 7Hz) , 7. 6-7. 8 ( 3 H, m) , 8. 10 ( 1 H, d, J = 
7. 7 Hz) , 8. 17 (1H, d, J = 7. 6Hz) , 8. 39 (1H, 
d, J = 7. 7Hz), 10. 53 (1H, s), 11. 50 (1H, s) 

mmm 1 7 1 
mmm 1 6 1 hmm^vxymcD^m^mrco 

n- [3- (4, 5 -^p<^;i/- 1 H--r ^^y— ;v- 1 — f;i/) - 5 

^^>7x-JI/] -2, 3-^?;i/-lH-^>MV-7-AM^ 
AP C I -ma s s ; m/z 3 8 9 . 2 7 (M + H + ) 
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1 H — NMR (DMSO-d 6) : 6 ; 2. 12 (3H 3 s) , 2. 13 (3 
H, s), 2. 18 (3H, s ) , 2. 36 ( 3 H , s ) , 3. 8 3 ( 3 H , 
s) , 6 . 73 (1H, t, J = 2. 0 H z) , 7. 09 (1H, t, J = 

7. 6Hz), 7. 53 ( 1 H , s ) , 7. 6-7. 7 ( 2 H , s ) , 7. 
71 ( 1 H, d, J = 7. 1Hz) , 10. 36 (1H, s ) , 10. 77 

(1H, s) 

mmm 172 

N- [3-^?;-5 - (4, 5-^^v-ih-^^^;-;v-i-^ 
;V) -9H-7JHb>-l-*/VWU* 
APCI-mass;m/z 4 0 5. 4 0 (M + H + ) 
1 H — NMR (DMSO-d 6) : d ; 2 . 13 (3H, s) , 2. 16 (3 
H, s) , 4. 2 2 (2H, s) , 7. 3-7. 9 (7H, m) , 7. 99 
(1H, d, J=6. 7Hz), 8. 11 (1H, t, J = 2. 0Hz), 

8. 16 (1H, d, J = 6. 8Hz), 8. 31 (1H, t, J=l. 6 
Hz), 10. 85 (1H, s) 

mnw 1 7 3 

mnmi 6 1 hmmi^^x ymoih^m %mz 0 

rc-;v] - 9 H-#;wW— ;v- l h* 
APCI— mass ; m/ z 4 0 1 (M + H + ) 

1 H — NMR (DMSO-d 6) : 6 ; 2 . 19 (3H, s), 7. 22 (1 
H, d, J = 8 . 0Hz), 7. 32 (1H, t, J = 7. 7Hz), 7. 
42 (1H, t, J = 7. 6Hz), 7. 59 (1H, t, J = 8. 0Hz), 
7. 70 (1H, d, J = 8. 0Hz), 7. 9-8. 3 (5H, m) , 8. 
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39 (1H, d, J = 7. 8Hz), 10. 65 (1H, s) , 11. 51 
(1H, s) 

mmm 1 i a 

mmmi 6 1 tmmizvxrmo^m^mzo 
n- [3- (5-^DD-4-^f/b-iH — r $^v— jv- 1 --r;i/) 7 

-9H-7JI/tl/>-l-}bM^U' 
APCI-mass ;m/z 4 0 0. 2 7 (M + H + ) 
1 H — NMR (DMSO-d6) : 5 ; 2. 17 (3H, s) , 4. 20 (2 
H, s), 7. 21 ( 1 H, d, J = 7. 7Hz), 7. 3-7. 7 (5H, 
m), 7. 75 (1H, d, J = 6 . 7Hz), 7. 9-8. 1 (4H,m), 
8. 14 (1H, d, J = 6. 7 H z) , 10. 63 (1H, s) 

mnm 175 

9 K-7)]s3r\s>- 1 -j3)l7$ym. (8 3 5mg) h 3 -^;V-N 2 - 

(2-Kijy;^^;i/) - 2, 5-K'jy;i/S?7$> (8 4 5mg) 

^^-lx > (3 0ml) *t»!Bi«*£fc: 1 3 - (3-^f^7^7 

n t:;v) =; p • ffiMM ( l . Ug) i:4-^^^?^;t'j 

(2 4 2mg) £fln*.s 1 8H^lfe 0 l/>f* 

*LfcolM^'J*W7A^nYF^77^-(^ , i*^M 5 0 g, 

1-4% ;i/-aifl;j**-w>*m) N- [5-^^-;i/- 

6- [ ( 2 -t° y i?;i/^^;v) T^y] - -9H- 

l K ( l . I4g) §#feo 

APCI-mass;m/z407 (M+l) 

NMR (200MHz,DMSO-d6) : 6 ; 2 . 20 (3H, s), 4. 
17 (2H, s), 4. 66 (2H, d, J = 5. 8 Hz) , 6. 55 (1 
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H, t , J = 5 . 8Hz), 7. 19-7. 7 4 ( 9 H, m) , 7. 96 (1 
H, d, J = 7. 1Hz) , 8. 08 (1H, d, J = 7. 1Hz) , 8. 
12 (1H, d, J = 2. 3Hz), 8. 50 (1H, d, J = 4. 5Hz), 
10. 02 ( 1 H, s) 

mmm n e 

9H-7/Vtl/>- 1 - ii)Vi$yW. (178mg) tN 2 - ( 2 - 1° U 

- 3- (h'j7;i/tn^^i/) - 2, 5 - 1: u > (2 

3 Omg) com\i*?-vy ( 5 . Oml) FfJR&ftfc: 1 -:n^;i/- 3 - (3 
-^^W^7n^) ^ Y • mmm. (2 4 4mg) h4- 

^^7^lf'J^> (5 2mg) it N 18^8t#Lfeo fi^* 
i^b^l/^-^IRU 7jCJ:^7j<T^#b> »T^i/>)AT^iU 

- [6- [ (2 -ku ^;i^^;i>) ra-y] - 5- (h'j7/^n^^) 

-3-t!U^;H -9H-7Ml/>-l-*Jl/WU* (143mg) 
AP C I -ma s s ; m/z 4 6 1 (M+l) 

NMR (200MHz, DMSO-d6) : d ; 4. 20 (2H, s), 4. 
73 (2H, d, J = 5 . 4Hz), 7. 1 1 (1H, t, J = 5 . 4Hz), 

7. 2 2 - 7. 78 (8H,m), 7. 97 (1H, d, J = 6 . 5Hz), 

8. 12 (1H, d, J = 7. 0Hz), 8. 36 (1H, d, J = 2. 3 
Hz), 8. 52 (2H, d, J = 4. 2Hz), 10. 33 (1H, s) 

mMM 17 7 

9H-7Ml/>- 1 -ts)^ym ( 1 6 7mg) h N 2 -p< N 2 - 

( 2 - h° D ^;i/) - 2 , 5 - fc° u > (170mg) ©8Mb 

(6. Oml) r£Mmmzl-x-3-)V- 3 - (3 -i? *^)1>T J 
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rrn fcAstfSM X Y • UMM. (2 2 8mg) t 4 -¥*9-)V7 5. J b' 
<J^> (4 8mg) §JP^, 1 8BtHg9l#bfco m^^mh^^\yy^ 

*Lfe 0 ;v-e»bs ttu $fc«u n- [6- 

( 2 - 1: u i^;i/p< t x j ] - 3 - tr u - 9 H - u>-i 

K (12 lmg) £t#fco 
AP C I -ma s s ; m/z 4 0 7 (M+l) 

NMR (2 0 0MHz, DMSO-d6) : 6 ; 3. 13 (3H, s) , 4. 
19 ( 2 H, s) , 4. 86 (2 H, s) , 6. 71 (1H, d, J = 9. 
1Hz) , 7. 12 (1H, d, J = 7. 8Hz) , 7. 25-7. 76 (7 
H, m) , 7. 91 ( 1 H, d d, J = 9 . 1 H z , 2. 6Hz), 7. 9 
6 (1H, d, J = 7. 5Hz), 8. 09 (1H, d, J = 6. 7Hz), 
8. 41 (1H, d, J = 2. 4Hz), 8. 52 (1H, d, J = 4. 8 
Hz), 10. 13 (1H, s) 

mmm 1 i 8 

9H-7MU>- 1 -#;i^>g? (15 lmg) ^3-^nn-N 2 - 
^^;V-N 2 - (2-K'J^f;i/) - 2, 5-K'J^7^> (18 
5mg) <Dm^^U> (6. 0ml) fMMfc: 1 -:n^;i/- 3 - (3- 
^W^7D^1/) ^ h* • MI (207mg) J: 4-V 

^JV7Ut'J^> (44mg) £2in>U 18^ffi#bfe 0 i^MS 

JET-£«£^*bfco lM^'J*^l/3t)7A^D7f^77^- (->U 
*^;i/2 0g s 3-5% *$J— T»»U N- 

[5-7DU-6 - |> ( 2 - f y ^;i/p< ^;v) t* ^ y ] - 3 - tr u ^ 

;V] - 9H-7;Vtl/>- 1 -yb;!/^^ H ( 1 2 9mg) £t#fco 
APCI— mass ; m/ z 4 4 1 (M+l) 
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NMR (2 0 0MHz, DMSO-d6) : 6 ; 2 . 91 (3H, s) , 4. 
21 (2 H, s) , 4. 60 (2 H, s) , 7. 24-7. 45 (4H, m) , 
7. 59 (1H, d, J = 7. 6Hz), 7. 63 (1H, d, J = 7. 6 
Hz), 7. 74-7. 79 ( 2 H, m) , 7. 98 ( 1 H, d, J = 6. 
9Hz), 8. 13 (1H, d, J = 6. 9Hz), 8. 31 (1H, d, 
J = 2. 3Hz), 8. 50 (1H, s) , 8. 52 (1H, d, J = 2. 
3Hz) , 10. 4 7 (1H, s) 

mmm 179 

9H-7Ml/>- 1 —to ( 1 2 8mg) 2 - I ( 4 - * 
;V- 2 -f'J -2, 5-b°u^;v^T^> (1 3 3mg) © 

^bp<^i/> (4. omi) ^mmm^ 1-^^-3- 

UrntfjP) *;i/4?i?>f 5. F • ( 1 7 4mg) t4-y/f^7^ 

yb">J^> (3 7mg) *1m?L, 18iP»Lfeo ®-&**ffi^b^ ^-V > 

§^*bfeo B*6£**>>— ;i/-e*fr#u jftmu te*u n- [ 6 - [ [ (4 
-p<^;v- 2 -tf u ^;v) -3-t°u^;v] -9H-^;v 

*U>-1 -#;i/sJ?3M^ F (9 5mg) £t#fc 0 
AP C I -ma s s ; m/z 4 0 7 (M+l) 

NMR (2 0 0MHz, DMSO-d6) : 6 ; 2 . 28 (3H, s), 4. 
18 (2H, s), 4. 52 (2H, d, J = 6 . 0Hz), 6. 60 (1 
H, d, J = 8 . 9Hz), 7. 00-7. 73 (7H,m), 7. 79 (1 
H, dd, J = 8. 9Hz, 2. 5Hz) , 7. 92 (1H, d, J = 6. 
8Hz), 8. 09 (1H, d, J = 6. 8Hz), 8. 29 (1H, d, 
J = 2 . 5Hz), 8. 36 (1H, d, J = 5 . 0Hz), 10. 06 (1 
H, s) 
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mmm 1 8 o 

9H-7;VtV>- 1 -jtJ)Vi$>Wt ( 1 6 Omg) J:N 2 - [ (3-^^ 

2 - try - 2 , 5 -t: y > ( 1 6 4mg) © 

M.4h*3-l'> (6. Oml) WItt:l-x^;i/-3- (3-^^^;VT 
^7'nt;v) # 5. F • JftRffi (2 2 Omg) i:4-^f;i/7^ 

^<jy> (4 7mg) £in*.. 18fifB»#lfc B fi^«SI^fI/> 

^fSbfcolfiS^^^-^WU MU Sits N - [6 - [ [ (3 

-^f;i/-2-tus;;v) T^y] -3-try^;i/] -9H-7;v 

tfUV- 1 K ( 1 6 1 mg) %&tz 0 

APCI-mass ;m/z407 (M+l) 

NMR (2 0 0MHz, DMS0-d6) : 6 ; 2. 35 (3H, s), 4. 
19 (2H, s) , 4. 54 (2H, d, J = 5. OHz) , 6. 72 (1 
H, d, J = 8 . 9Hz), 6. 80 ( 1 H, t , J = 5 . OHz) , 7. 
23 ( 1 H, d d, J = 7 . 5Hz, 4. 8Hz), 7. 32-7. 82 (7 
H, m), 7. 97 (1H, d, J = 6 . 9Hz), 8. 09 (1H, d, 
J = 6 . 9 H z ) , 8. 35 (1H, s), 8. 38 (1H, d, J = 8 . 
9Hz) , 10. 06 (1H, s) 

mum 1 8 1 

9H-7M1/V- 1 -itjj]y^>m ( 1 9 Omg) hN 2 -[[3-^D 

d — (5-h'j7;i/tn^f;v) -2-try^;v] -2, 5 -try 

(3 2 Omg) 0jfi-to^^^> (5. 5ml) 1 - 

j:^;v-3- (3-^^f;i/7U7"Dt;v) ^ 1* • KWtiS. ( 2 

5 9mg) t4-^^7^ try ^> (55mg) £;&n*.x 1 8 B^it 

#bfe 0 ^^^^bp<^i/>T-#fxbs 7jc^^7j<T^b N mm*??* 
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h^77^- (i/'J*^l/3 5g, 3-5% * 9 J— JV-Ulb*?-U>m 
tB) tIMU N- [6- [ [ [3-*DD-5- (h'j7;i/tn^^) 

-2-t°ij^;v] p<^;v] T^y] -3-h°>j^;v] - 9H-7Mv>- 

1 -#;i/^=H^ h* (98mg) %mtzo 
APCI-mass ;m/z495 (M+l) 

NMR (2 0 0MHz, DMSO-d6) : 6 ; 4. 17 (2 H, s) , 4. 
66 (2H, d, J = 5. 8Hz), 6. 64 (1H, d, J = 8. 9Hz), 
7 . 24 (1H, t , J = 6. 1 H z ) , 7. 31-7. 72 ( 6 H , m) , 
7. 82 (1H, dd, J = 8. 9Hz, 2. 5Hz), 7. 96 (1H, 
d, J = 6 . 5Hz), 8. 07-8. 16 (2H,m), 8. 26 (1H, 
d, J = 2. 4Hz), 8. 90 (1H, s), 10. 06 (1H, s) 

mnm 1 8 2 

9 B-yjV^-U >- 1 ( 3 6 5mg) hN 2 - ( 3 - £ U S> 

;i/p<^;V) - 2 , 5 -K)J P)]/i?T^ > ( 3 8 8mg) CD^b^^W ( 8 . 
0ml) tpWMmzl 3 - ( 3 -V*3-)\/TK J 7°ti tW) 

^ F • mMM ( 5 0 0mg) h4- Vt^lVT XJYLVVy (10 5 
mg) £fln*.. 18^1#bfeo YE£rtJ£m^^>i?#fRU 7Ki:^ 

£SM V7Dh>x-r;Vh^^7-Jl/T«U Itb^ ^iU N - [6 

- [ (3-t>J^jWf;i/) T^y] -3-b°'J^;V] - 9H-7/I/tl/> 

- 1 -±?;i/^^r-y-^ F (2 1 5mg) £f#fco 
AP C I -ma s s ; m/z 3 9 3 (M+l) 

NMR (2 0 0MHz, DMSO-d6) : 6 ; 4. 18 (2H, s), 4. 
50 (2H, d, J = 6 . 0Hz), 6. 58 (1H, d, J = 8. 9Hz), 
7. 06 (1H, t, J = 6. 0Hz), 7. 30-7. 82 (8H,m), 
7. 96 (1H, d, J = 6. 5Hz), 8. 09 (1H, d, J = 7. 1 
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Hz), 8. 3 2 ( 1 H, d, J = 2. 4Hz), 8. 43 (1H, dd, 
J = 1 . 5Hz, 4. 7Hz), 8. 56 (1H, d, J = 1 . 7Hz), 
10. 06 ( 1 H, s) 

mmm 1 8 3 

9H-7jl/tl/>- l-ii)\y^ym (1 7 2mg) £N 2 - [2 - (2- 
t°U :n*-;i/] - 2 , 5 - f U ( 1 8 Omg) OUih^^ 

U> (4. Oml) 1 3 - (3 -^^^;V7^ 

t°;v) ft^iM =• F • mmu ( 2 3 5 mg) £ 4-^^^7^y \f >; y 
>(5 Omg) £#0*.. 1 S^^bfeoS^S^b^^U^tf^bs 



a?g£p<#y-;vT-M*u atmu se«u n- [6- [ [2- (2-^ 

UJ?;i/) T^y] -3-t.°u^;i/] - 9 R-yjv^-u >- l 

#=¥1^ F (4 5mg) £t#fc 0 

AP C I -ma s s ; m/z 4 0 7 (M+l) 

NMR (200MHz, DMSO-d 6) : 6 ; 3 . 00 (1H, t, J = 
6. 7Hz), 3. 59 (2H, td, J = 6. 7Hz, 6. 2Hz), 4. 
19 (2H, s), 6. 48-6. 52 ( 2 H, m) , 7. 19-7. 75 

( 9 H, m) , 7. 97 (1H, d, J = 6 . 5 H z ) , 8. 09 (1H, 
d, J = 7. 3Hz), 8. 33 (1H, d, J = 2. 3 Hz) , 8. 51 

(1H, d, J = 4. 0Hz), 10. 05 (1H, s) 

mmm 1 8 4 

9H-7Ml/>- 1 3 66mg)£N 2 -^>^;V-2, 

(4 4 Omg) <Dmit^^U> (8. Oml) 
(3-i?^f;v7^7'DWi/) 3b;i/tfJ2>>f ^ K • % 
(5 0 Omg) i:4-^^^;i/7^^iji?> (1 0 6mg) ^Jnit. 
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t^j) - 2 - try - 9 H-7;i/^-b> - l f (20 

5mg) £#fco 

APCI-mass ;m/z392 (M+l) 

NMR (2 0 0MHz, DMSO-d6) : 6 ; 4. 18 (2H, s) , 4. 
48 ( 2 H, d, J = 6. 1 H z) , 6. 55 (1H S d, J = 8. 9Hz), 

6. 98 ( 1 H , t, J = 6. 1Hz), 7. 20-7. 80 ( 1 1 H , m) , 

7. 96 (1H, d, J = 6. 6Hz), 8. 08 (1H, d, J = 7. 1 
Hz), 8. 30 (1H, d, J = 2. 4Hz), 10. 05 (1H, s) 

mmm 1 8 5 

9H-7Ml/>-l-*M>® (7 3mg) h 3 - ( 4 - h° U ^;i/p< 
^;V) 7-'J>,(64mg) (DM^h^^Uy (3. 5ml) Wiilll- 
^^;i/-3- (3-^^^7^y7Dt:» ^ F • mmu ( 1 

0 Omg) £4 -^^^/V7^ y (2 lmg) ^Jn^s 1 8Bffig9l 

#bfc 0 i^si^fi/vt#i?u 7j<h^7j<T-^bs mm-??* 

h^77-f - (^'JA^15g, 1-4% ;v-i^b^i/>?£ 
m) -£HtMU N- [3- (4-b°';^;i/^^;i/) 7 - 9H-7/1/ 

1 -#;i/7F3r-tf-= K (96mg) 
AP C I -ma s s ; m/z 3 7 7 (M+l) 

NMR (2 0 0 MHz, DMS0-d6) : 6 ; 3 . 99 (2H, s), 4. 
17 (2H, s), 7. 02 (1H, d, J = 7. 5Hz), 7. 25-7. 
72 (10H,m), 7. 97 (1H, d, J = 7 . 9Hz), 8. 10 (1 
H, d, J = 7. 2Hz), 8. 48 (2H, dd, J=l. 4Hz, 4. 
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5Hz) , 10. 30 ( 1 H, s) 

mmm 1 8 6 
mmm i 4 hmmizhrrmco^m^tzo 

N- [3- (1, 2 V**^J—)V- 3 -4)VT^ J ) -5-^ 

mp 133-135 °C 
MS : 4 2 4 (M+ 1 ) 

NMR (DMSO, 6) : 6 . 93 (1H, d, J=15. 6Hz) , 7 . 
35-7. 67 (8H, m) , 7. 76-7. 85 ( 1H, m) , 7. 92 
( 1 H, d, J=15. 6Hz), 8. 05 ( 1 H, s) , 8. 17 ( 1 H, 
d, J = 7 . 9Hz), 9. 88 (1H, s), 10. 59 (1H, s) 

mmM+ (H 2 0) ,.„:C;5 9. 74, H;3. 87, N;9. 50 
:C;59. 69, H;3. 89, N;9. 51 

mnm 1 8 1 

7 -7 ;i/2j-D- 2 , 3-^tKD-^>V [b] ^-^r-fe t!>4 -^7;V^> 

Ki46mg) ®^b^^i/> (3mi) *mmwz.mz** *v u ;v ( o . 

1 5ml) hN, N-^^f;i/^A7^ h* £#n>u SB^S^fi 

l^f-UV (3ml) 4>©3- u l -<f;i/) 7*— U > (1 

1 lmg) (0. 17ml) ©S»*fc±lBT?#&ftfc&tt'fb«!l 

(omit^^-u> (3mi) $ar^fln*.N «^*£mT2R#ii8«# 

— ;VT-©#b^ 7 -y)V^-U- 2 , 3-i?hFD-^>^ [b] mt> 
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4-*;i/5tf>& (3 ->f $jr\?— l -^-7i-^) -t^ p (10 

5mg) £f#fco 

APCI-mass ;m/z 3 5 0 (M+H + ) 

1 H — NMR (DMS0-d6) : 6 s ; 2 . 98 (2 H, t , J = 4. 5H 
z) , 4. 25 (2H, t, J = 4. 7H z) , 7. 07 ( 1 H, dd, J 
= 15. 4Hz, 5. 1 H z ) , 7. 1-7. 3 ( 3 H , m) , 7. 3-7. 
4 (2H, m) , 7. 49 (1H, t, J = 8. OHz) , 7. 6-7. 7 
( 2 H , m) , 7. 97 ( 1 H , t , J = 1 . 9 H z ) , 8. 16 ( 1 H , 
s) , 10. 19 (1H 3 s) 

mmm 1 8 8 

9 -X # 2 , [b] a-^-fe b:> 4 - 

#;i/tf?>S£ (188mg) <DMfti*5-]s> (2ml) ^JK^fci^b^-^i^ 
U;i/ (0. 2ml) hN, N-^^fMM7U' (—SI) SiOiU 

Wfct^y (3ml) pf»©3- (-f ))/- 1 --<;]/) T-U> (1 

llmg) (0. 17ml) ©»#*fc±lBT?»&;h,;fc&ttfc«SI 

coMfctf-vy (3ml) ^^-ja-r-oio^.. ?Si^tJ£^^3fraat# 
bfeo S^%*^^^i/>"e#3RU *i:£ttbk*c$5fc&bfco Mlfcf 

— 9 -p<^>^;i/^-;v- 2 , 3 t fd-^w [b] ^ 
^-fet:>4 -*;i/si?>K (3--f )i- l-^fji/-7i^i/) ^ 

F (2 4 8mg) &t#fco 
APCI-mass;m/z410 (M+H + ) 

1 H-NMR(DMSO-d6) : £ ; 3. 01 (2H, t, J = 4. 4H 
z) , 3. 32 ( 3 H, s) , 4. 45 ( 2 H, t , J = 4 . 6Hz), 7. 
14 (1H, s), 7. 2-7. 4 (3H,m), 7. 50 ( 1 H, t , J 
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= 8. OH z) , 7 . 6-8. 0 (4H,m) ) 7. 98 ( 1 H, s) , 8. 
17 (1H, s) , 10. 26 (1H, s) 

mnm 1 8 9 

9-^nn-2, 3-i^tFD-^>y [b] Jr^-Jz tf> 4 -ij))/^>Wt 

(i57mg) <Dmib*?-\s> (3mi) #mwmKmfo**v U JV (0. 
i6mi) tN, N-y^w^A?^ f (— at) m&fo&mM. 

mtti (3mi) *©3- u ;v- 1 — r;iO ^- u > (1 

llmg) fcKUyv (0. 17ml) <D»»*fc±fBT»&*lfc«»fb«&l 

©anb**-i/> (3mi) «^-^-roAD^ s M&w&mwc2ttmm& 

— ;p-e$&#U 9-^nn-2, 3-^tFo-^>^ [b] ^-^-feb°>4 
( 3 - < l - ^f;v-7 x-ji/) -7^ p (19 5 

mg) £f#fe 0 

APCI-mass;m/z 3 6 6 (M + H + ) 

1 H-NMR(DMSO-d6) : 6 ; 3. 02 (2H, t, J = 4. 3H 
z) , 4. 37 (2H, t, J = 4. 7Hz) , 7. 07 (1H, d, J = 
7. 8 H z ) , 7. 12 ( 1 H, s) , 7. 27 ( 1 H, s), 7. 3-7. 
6 (4H, m) ,. 7. 6-7. 8 (2H, m) , 7. 97 (1H, t, J = 
2. 0Hz) , 8. 17 (1H, d, J=l. 0Hz) , 10. 22 (1H, 
s) 

Hifcfll 19 0 

8-^ h^r->-2, 3-i;tFD-^>y [b] *^r-tet:>4->b;i/^> 
SU1 54mg) CDM/fl/> (3ml) tt»«»«[K:tt[^^^i^ U ;i/ (0. 



WO 01/68585 



PCT/JPOl/01993 



201 

i5mi) £n, n-^^^;v^;i/a^^ k (—fa) %M%-. m^m^mu 

mt^^U> (3ml) #©3- (-T ^ ^V— /V- 1 ->f ^) 7- U > (1 
llmg) tt!U^> (0. 17ml) ©»»«tt:±flB*e»e>tLfcttffifli«d 
©tfrffci^l'V (3ml) ^fc-HiSroj&n;^ S^^gMT! 2 BSIffla** 
bfeo l^^Sft^^UveML, bfc«, ^bfet 

"^T«bx 8-^h^r^-2, 3-^tFD-^>^/ [b] 
4-AJ^>l(3-'f^l/-;V-l-^!/-7i-jl/) — 7 5. F (2 2 
2mg) £f#fco 

APCI— mass ; m/ z 3 6 2 (M + H + ) 

1 H-NMR(DMSO-d6) : 6 ; 2 . 94 (2H, t, J = 4. 7H 
z) , 3. 77 (3H, s) , 4. 26 ( 2 H, t , J = 4. 7Hz), 6. 
56 (1H, d, J = 2. 4Hz), 6. 68 (1H, d, J = 8. 6Hz), 
7. 12 ( 1 H, s) , 7. 25 ( 1 H, s) , 7. 3-7. 4 ( 2 H, m) , 
7. 46 (1H, d 3 J = 8 . 0Hz), 7. 6-7. 7 ( 2 H , m) , 7. 
96 ( 1 H, s) , 8. 16 ( 1 H, s) , 10. 07 ( 1 H, s) 

1 9 1 

7 h*^-2 , [b] ^3r-fe t? > 4 

|(154mg) ©Jfirti;* f-l/>(3ml) ct>»»«[fc:ffi'fb^*^ U )V ( 0 . 
1 5ml) hN, N-^^WM7^ h* 

mht^-lsy (3ml) ^©3 - u^v'— ;i/-i — r;io T—V > (1 
llmg) £ t! U V (0. 17ml) ©»»}ft&:±fB-e» & tifcmMfc® 

(Di&ik*?-u> (3mi) mm^-mr^M^ m^m^m^ 2mmmn 
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^DYf^77^(i/iJA^2 5 g, 2% J-J>\s-Mlb*^U» 
*K#>m (3-4 $^J-)l- 1 --i x.-fr) -t\ Y (1 89m 

APCI-mass ;m/z 3 6 2 (M + H + ) 

1 H — NMR (DMSO-d6) :6;2. 96 (2H, t, J = 4. 7H 
z) , 31 7 4 (3H, s) , 4. 2 0 (2H, t, J = 4. 7Hz) , 6. 
8-7. 0 (2H, m), 7. 02 (1H, d, J = 2. 7Hz), 7. 1 
3 (1H, s) , 7. 24 (1H, s) , 7. 34 (1H, d, J = 8. 4 
Hz), 7. 48 (1H, d, J = 8. 0Hz), 7. 6-7. 8 (2H, 
m) , 7. 97 (1H, s) , 8. 17 (1H, s) , 10. 17 (1H, 
s) 

mnm 192 

7-^nn-2, 3-^t pD-^; [b] ^-^-fet:>4 -*;i/7t?>« 
( 1 5 7mg) ©SSHb^i/y (3ml) y ;i/ (0. 

1 6ml) N-^^WMf^ ff fcJDiU Sifi 

mt^T-Uy (3ml) *©3- (>f l->f 7-ij> (i 

1 lmg) hb'Ui;> (o. 17ml) ©»*5*ftfc:±fBT?*#& ftfcIMfiWb4& 
l/> (3ml) Sft-r^JaiU i^tl§tfit2^I^ 

— ;veS|gIbN 3t^U 7-^dd-2, 3-ytKD-^> N / [b] * 

**\z>4-i3)itf>m (3-^f ^ 1 -4)\y-y^~)v) 

F (19 7mg) £t#fco 



WO 01/68585 



PCT/JPOl/01993 



203 

APCI-mass ;m/z 3 6 6 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 2. 98 (2H, t, J = 4. 6H 
z) , 4. 27 (2H, t , J = 4. 6Hz), 7. 01 (1H, d 3 J = 
8. 7Hz), 7. 13 (1H, s), 7. 23 (1H, s), 7. 3-7. 
7 (6H,m), 7. 96 (1H, t, J=l. 9Hz), 8. 16 (1H, 
s) , 1 0. 1 7 ( 1 H, s) 

mnm 193 

2 , 3 KD-^W [b] ^-^-btf>4 ( 1 5 4mg) 

tl-H h'D^r^>y h ijr;-^ ( 1 3 lmg) cD^<b^^-U> ( 1 0 
ml) *IStCl-x?;i/-3- O-^X^i/TUrn^v) 

5: k • mmffi. ( 2 3 3mg) ^m^t, i mmmw^o m&m 

£3 - {<< ;V- 1 --f;v) T-U > ( 1 2 9mg) hN, N-S^ 

^7^K>;y> (io9mg) &in>u 2 4M#ifco ^<on^m 

v» «u 2, [b] 

^-^r-btf>4 (3-^^;-iV-l-^^-7i^l/) -T 
5 F (19 6mg) %mc 0 
ESI-mass;m/z 3 3 2 (M+H + ) 

1 H — NMR (DMS0-d6) : 6 ; 2 . 98 (2H, t, J = 4. 3H 
z), 4. 27 (2H, t, J = 4 . 3Hz), 7. 0-7. 6 (8H,m), 
7. 6-7. 8 (2H, m), 7. 98 (1H, t, J = 2. 0Hz), 8. 
16 (1H, s) , 10. 17 (1H, s) 

mnm 194 

2 , Fo-^>y [b] mt t >4-*jv*">i (3 — r * y 
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1 )V-y (1 lOmg) ©m^y-;v (5m 

i) $>mnmz}%m±<D^7W& (io% w/w, 5o%wet, 50 

mg) TvJcm^H^Tl 0B#P^7K*«bfco JAg££3t*U «£MJ±T 
^*tfeoli^iiftyf l/>i:^V7DhVl/x-T;i/tWU 2,3, 
4, 5-rh7tFD-^>^; [b] ^"^-b t°>4 -^;v^>^ (3 --f 5- 
W—JV- 1 -t^ K (59mg) £#fco 

APCI-mass;m/z 3 3 4 (M+H + ) 

NMR (DMSO-d 6) : 6 ; 2 . 0-2. 3 ( 2 H, m) , 2. 6-3. 
2 (3 H, m) , 3. 6-3. 8 (lH,m), 4. 3-4. 5 (lH,m), 
6. 9-7. 6 (8H, m) , 7. 63 (1H, s), 7. 92 (1H, s), 
8. 1 4 ( 1 H, s) , 1 0. 2 3 ( 1 H, s) 

mmm 195 

8-^DD-2, 3-^tFD-^>y [b] ^-^-fet.°>4 >I£ 
( 1 0 6 mg) hl-fc Fa^>^>V' h U T S )—)X> ( 7 7 mg) ©:^fb^ 

(5ml) ^WMWCiz- 1 3 - ( 3 y :rn t? 

;i/) ^ h- - mmm. (1 3 6mg) itm^ m&m%3 o^mn 

Lfco U&mz3- U 1 -^;V) T-U > (7 5mg) fcN, 

N-^^l/T^y (63mg) SflQiU 2 4BSHfll#bfco ^© 

U »ifc&@*Lfco ii^^^^-;i/-el&#u Mis S£«u 8-^7 

DD-2, 3-^tFD-^>^; [b] ^-^r-bb°>4 -ZiJltf>M (3--f 

^ ;v- 1 ->f;i/-7i-;v) -r^ K (I0 2mg) £f#fc 0 

ESI -ma s s .; m/z 3 6 6 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 2 . 98 (2H, t, J = 4. 6H 
z ) , 4. 2 9 ( 2 H , t, J = 4 . 6Hz), 7. 09 (1H, d, J = 
2. 1Hz), 7. 13 (1H, d, J = 2 . 1Hz), 7. 16 ( 1 H, 
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d, J = 2 . 2Hz), 7. 26 ( 1 H, s) , 7. 34 ( 1 H, d, J = 
9. 0Hz) , 7. 46 (1H, d, J = 6. 3Hz) , 7. 50 (1H, 
d, J = 6 . 8Hz), 7. 6-7. 8 (2H,m), 7. 96 (1H, t, 
J = 2 . 0Hz), 8. 16 (1H, s), 10. 19 (1H, s) 

H WJ 1 9 6 

1, 1 -ytf^y- 2, 3-^tFn-lH-<>^; [b] ^xt'>4- 
±>)]ytf>m ( 1 3 5mg) tl-H h ij ( 9 2 mg) 

(Di&ihXf-l'y (3ml) t£Mmmz 1-^)1-3- (3-^^;i>t^ 
yrnbVb) *;v^s;>f a- F • £3t& (163mg) £#P;t, m&m%3 0 
#HaHt#bfco 3- (>f ^ V"J—)\s- l-JJl) 7-V> (9 0m 

g) ^n, N-^w^;t:iji;> (8 3mg) &#n;t N 2 4mmmn 

U 1, l-^^V-2, 3-^bKD-^>^; [b] f-xt!>4-*;V 
( 3 ->f 1 -^jv-7x-;v) — K (50mg) £ 

E S I -ma s s ; m/z 3 8 0 (M + H + ) 

1 H — NMR (DMSO-d 6) : 6 ; 3 . 05 (2H, t, J = 6. 6H 
z), 3. 80 (2H, t, J=6. 6Hz), 7. 13 (1H, s), 7. 
37 (1H, d, J = 9 . 0Hz), 7. 4-7. 8 (7H, m), 7. 9 
9 (1H, s), 8. 06 (1H, d, J = 7. 4Hz), 8. 18 (1H, 
s), 10. 42 (1H, s) 

mmm 197 

7-p<^;v-2, [b] ^-^-fef>4->b;v^>m 

(14 3mg) comt^^-lsls (3ml) «Itlfbt^^>J/l/ (0. 
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15ml) tN, N — i> < =f- it,* n, a t =; l« / » 
«<h**l,> (3ml) * os _ (Y?^;-*.!.^, (J 
©BWM*v> (3ml) ***-»roJp^, 

? I* (1 7 8mg) 

AP C I -ma s s ; m/z 3 4 6 (M + H + ) 

'H-NMR (DMSO-d 6) • 6 ■ 2 57M» n „ 

n (3H, s), 2. 96 (2 

*' J = 4 - 4Hz > • 4 - 2 3 (2H, t, J = 4 . 7H 2 ) 6 
88 (1H, d, J = 8 . 2Hz), 7. 0-7. 2 (2H, m) , 7. 2 
7- 3 (2H, m) , 7. 34 (1H, d, J = 9 . 0Hz ) , 7. 48 
(1H. d, J = 8 . OH,), 7. 6-7. 8 (2H,m), 7. 98(1 
*" J = 1 - 9Hz) ' 8 - 17 (1H, s) , 10. 14 (1H, s) 

J?*#J 19 8 

8, 9-yt|-*D-7H ?>>/-v^n^-r-~ „ , 

in -Ny^y7nA7 T >-6-J)V;j; >8 (13 

2BS) ®«^^> (3ml) ♦««*ca HM .*tf. UA , (0 x 5m 
«Mby#-U> (3ml) ^3- <^ = ^jr_ JV _ 1 _^^ ) (j 

lime) tty^ (o. 17 mi) «DM»fc ±B , W6njfeiBBMM , 
oa *^ l/> <3ml) ***-«rotu*. a****., 2 WBJMf 
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u « u 8 , s-^n-th-^,;^^,.-, 

9 5mg) 

AP C I -ma s s ; m/z 3 3 0 (M + H + ) 

1 H — NMR (DMSO-d6) : tf , 2 . 0 -2. 2 (2H. »), 2 
60 (2H, t, J-e. 3H Z ) , 2. 7-2. 9 (2H, m) . 7 1 
3 (IE, s) . 7. 2-7. 5 (6H, m) , 7 . 47 ( 1H> t, J = 
8. 0Hz) . 7. 6-7. 8 (2H, m) . 7 . 9 9 ( 1H , t, J = 2 
0Hz) ,8.17 (1H, s) , 10. 19 (1H, s) 



19 9 

d4 2 mg ) fflSYb^ ?u> (3ml) <pnm*tzmit**v ,j » (0 

15ml) tN . N-i>*****Ar* „ ^ 

*Mt**u> (3ml) * ffl3 - (? 
2mg) tKWK (0. 1 1ml) ©■W«C±BT#6hftM Mi « (l) 
*Wb*?V> (3ml) WftS-SSfoj,,;^ SS^»*SST2RSa!ffL 

(1 6 2mg) 
AP C I -ma s s ; m/z 4 5 8 (M + H + ) 

'H — NMR (DMSO-d6) : S ; 2 . 97 (2H, t, J = 4 2H 
«) . 4. 26 (2H, t, J = 4 . 5Hz) ,6.81 ( 1 H, d, J- 
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8. 5Hz), 7 . 13 ( 1 H, s) , 7. 2 2 ( 1 H, s ) , 7. 34 (1 
H, d, J = 8 . 0 H z) , 7. 4 6 ( 1 H, d, J = 8 . 0 H z) , 7. 
56 (1H, dd, J = 2. 2Hz, 8. 5=Hz), 7. 7-7. 8 (2 
H, m) , 7. 82 ( 1 H, d, J = 2 . 0Hz), 7. 96 ( 1 H, s) , 

8. 16 ( 1 H, s) , 10. 15 ( 1 H, s) 

mmm 200 

m (8 3mg) i:5-T^y-3-^DD-2 - ( tf> j ^ > - 2 - 

JV) T$;Wi?> (9 7mg) ©^h^^l/> (5ml) WiCl- 

rc^-;v-3- (3-^f-;i/7*;7nt;jv) *;i/^^f u* (l 

15mg) hN, N-^^f;V7^y KUi?> (24mg) £Jn£, vM^rtJ 
£2 4B^3t#U 10 : 1 ©^b^ 1/ > - ^ ^ y -;i/ff ^ bfeo ^(D 
m®L&&s lNzK^b^-h';^A7K?§^h^7jcT^#bfeo MUfetl 

-feb°>4 -5t?;i/>tf>& [5-^nn-6 - [ (try 2 ->f ;i/^;i/) 
^^y] try 3 --f;v] t ^ F (I39mg) £f#fco 

APCI— mass ; m/ z 4 2 5 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 2 . 94 (2H, t , J = 4. 5H 
z) , 4. 22 (2H, t, J = 4. 7Hz), 4. 66 (2H, d, J = 
5. 7Hz), 6. 9-7. 4 ( 7 H , m) , 7. 71 ( 1 H , dt, J = 
1. 8Hz, 7. 7Hz), 8. 01 ( 1 H, d , J = 2. 2Hz), 8. 
18 (1H, d, J = 2. 2Hz), 8. 50 (1H, d, J = 3. 6Hz), 

9 . 8 8 ( 1 H, s) 

mmm 201 
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7 -yjl^ru- 2 , [b] t^f>4-M*"> 

i (104mg) h 3 - [ 1 , 2, 4] h U T S J — )]/— 1 )]y-y ^-jv 
(80mg) ©*frftl*^-l/> (5ml) 
(3-^f;V7U7oif;i/) F • £R£ (1 3 4mg) t 

N, N-^^l/7^l^'Ji?> (3 lmg) £#n;t, 4R#HB& 

2, 3-^t h'D-^W [b] ^-fe h°>4 -#;i^>@? (3- [1, 2, 
4] h 'J7^-;V- 1 -7^ K (7 4mg) £f#fc 0 

APCI-mass ;m/z351 (M + H + ) 

1 H — NMR (DMSO-d6) : d ; 2. 99 (2H, t , J = 4. 4H 
z) , 4. 25 (2H, t, J = 4. 7Hz) , 7. 00 (1H, dd, J 
= 5. 2Hz, 8. 9Hz), 7. 12 (1H, d. t , J = 3. 0Hz, 8. 
3Hz), 7. 22 (1H, s), 7. 33 (1H, dd, J = 3. 0Hz, 
10. 0Hz), 7. 5-7. 9 (3H,m), 8. 2-8. 3 (2H,m), 
9. 2 7 (1H, s) , 1 0. 2 5 (1H, s) 

mnm 202 

7-^;V^-n-2, [b] *+H2KV4-AM> 

i(104mg) fc3-K'ns?V-5 -^JK7x^l/?5 >(86mg) 
©MS-^VV (5ml) 1 3 - ( 3 $ 

^•nifji/) a- K • mmm (134mg) £N, N-¥*^jiy> 

^ y t° U ^ > (3 lmg) £in^ M«^2 4«#U SMb* ^-1/ > 
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^>"J [b] ^-^r-fe t°>4 -jj)\stf>m. ( 3 -try ^ S?>- 5 --T;i/7 

;V) -T^ Ml 3 3mg) £t#fco 
APCI-mass ;m/z 3 6 2 (M+H + ) 

1 H — NMR (DMSO-d6) : 6 ; 2 . 99 (2H, t, J = 4. 4H 
z) , 4. 25 ( 2 H, t, J = 4 . 7Hz), 7 . 01 ( 1 H, d d, J 
= 5. 2Hz, 9. 0Hz), 7. 12 (1H, dt, J = 3 . 0Hz, 8. 
3Hz), 7. 22 (1H, s), 7. 33 (1H, dd, J = 3 . OHz, 
9. 8Hz), 7. 5-7. 6 (2H,m), 7. 8-7. 9 (lH,m), 
8. 08 (1H, s), 9. 09 (2H, s), 9. 21 (1H, s), 1 
0 . 16 ( 1 H, s) 

mmm 203 

7 -yji^-u- 2 , 3 Fd-^> v* [b] ^-^F-tetf >4 -*;i/*f> 
i (10 4mg) h 3 - ( 2 , 3 3 H--Y ^ **V— 4 ->f 

-7ir;i/7^ > (9 9mg) <Di&4h*^\s> (5ml) ^liit 1 
3 - ( 3-^y^V7U 7"U fcVV) 5b;i/5tfSM ^ H-MI ( 1 
3 4mg) hN, N-^^^l/7^lf'J^> (3 lmg) £#Px.s M^rt) 
&2 4I#IHH*#U ^b^l/>T#3Rbfc 0 ^cd^IS^tK. lNTkiHb^- 

Siu ^«^^*bfeo *«£^y--;v-»#u Mb. ifc&u 7 

-7;i/^-n - 2 , 3 -^fc FD-^>^; [b] ^-^-b b°>4 -tiJV^>m C 3 
(2, 3-^^^v-3H-^^^;-;h4-^;i/) -T^ 
Ml 0 8mg) S^feo 
APCI-mass;m/z 3 7 8 (M+H + ) 

1 H — NMR (DMSO — d6) : 6 ; 2 . 36 (3H, s), 2. 98 (2 
H, t, J = 5. OHz), 3. 55 (3H, s), 4. 25 (2H, t, 
J = 4. 7Hz), 6. 86 (1H, s), 7. 00 (1H, dd, J=5. 
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2HZ ' 8 - 9Hz) • 7 - 0-7. 2 (4H 3 m) , 7. 3-7. 5 (2 
H, m) , 7. 69 (1H. d 3 J = 8. 2Hz) , 7. 77 (1H, s) 
1 0. 0 8 (1H, s) 

mm^i 204 

3- (2, 3-^^-3H-^^- 4 ^^_ 7::1J>(9 
4mg) "-^^>-l-^-^>;;« (99mg) ©*fc** 
" >(5ml) 1 -a:**- 3-(3-W W ^7D tT*) 

(144mg) £ N, N-^^.yt,,,^ 
(3 lmg) £ Jn *, i^M2 4^» U 

w *»«u n- [3- < 2 . 3-^^- 3H -^^_ 4 

me) §f#fe 0 

APCI-mass ; m/z 3 6 8 (M + H + ) 

1 H — NMR (DMSO-d6) : 6" ; 2 . 37 ( 3 H , s ) , 3. 57 (3 
H ' S) 3 6 - 9 ~ 7 ' 0 <2H, m) , 7. 15 (1H, d , J = 7. 7 
Hz) . 7. 4 4 (in. t. J = 7. 9 Hz) , 7. 6-7. 8 (4H, 
nO, 7. 9-8. 1 (4H,m), 8. 2 6 (1H, d, J = 7. 6 Hz)! 
8- 39 (1H, d, J=15. 5Hz), 10. 42 (1H, s) 

mmm 205 

(2E) -N- [3-^D-5-[[^y (7*-^) * ^ 

7l - ;l/] ~ 3 ~ (lH-^f>^-3-^l,) -2-7D^>7^ F 
mpl 8 4- 1 8 7°C 
MS : 4 1 5 (M+ 1) 
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NMR (DMS 0, 6) : 6 . 60 ( 3 H, br s) , 6. 78 ( 1 H, 
d , J = 1 5 . 8Hz), 6. 97-7. 28 ( 2 H , m) , 7. 30-7. 
69 ( 5 H, m) , 7. 78 ( 1 H, d, J=15. 8 H z) , 7 . 83- 
8. 05 ( 5 H , m) , 10. 09 ( 1 H , s ) , 11. 68 ( 1 H , s) 

mmm 2 0 6 

3- (4, 5-^^w^^;-;v-i — r;v) t-u> (94mg) 

^6-^nn-2H-^n^>-3->!j;v^>i (106mg) omk*9- 
l/>(5ml) ^SWftfc 1 3 - ( 3 - 5 >> 7"D h°;V) 

(144mg) tN, N-^^V7^t'J^> 
(3 1mg) £Sn;U S£rti£2 4R#naj*#b;fco *<Dm&W&Uih*?-\/ 

[3- (4, 5 -i?^^-;i/->f 5 jTV—))/- 1 -7xrjl/] -75 

K (7 3mg) <H#fco 

AP C I -ma s s ; m/z 3 8 0 , 3 8 2 (M + H + ) 
1 H — NMR (DMS0-d6) : 6 ; 2 . 10 (3H, s) , 2. 11 (3 
H, s) , 5. 02 ( 2 H, s ) , 6. 92 ( 1 H, d, J = 8 . 6Hz), 
7. 12 ( 1 H, d, J = 8 . 3Hz), 7. 31 (1H, dd, J = 8 . 
3Hz, 2. 6 H z) , 7. 4-7. 5 (2H,m), 7. 50 (1H, t, 
J = 8. 0Hz), 7. 63 (1H, s), 7. 7-7. 9 ( 2 H , m) , 
10. 33 ( 1 H, s) 

Hffl60!l 2 0 7 

2 - (K'J S^>- 2 -^;V^^/l/7^) - t!U 5>> (10 0 

mg) t 7 2 , 3-i?tFO-^>y [b] t° > 4 - # 
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)Vtf>m (104mg) (Dmk*3-\sy (5ml) it>8ilK: 1 

3 - (3-i;^^7^7°Db» =• F -W.MW. ( 1 44mg) 

tN, N-^^wutf>j^> oimg) §spx.s m-&w%2 4mm 

0 g, 2 - 3% y^y-;v-l^^i/»t"iiu 7 -yjv^-u- 2 , 

3-^tFD-^>^; [b] ^-^rlzVy 4 -±i)l^>m [6 [ (k°U^>- 

2 - ;vp< T^^y] -t:u^>-3--r;v] - t ^ K (I09mg) 

APCI-mass ;m/z391 (M + H + ) 

1 H — NMR (DMSO-d6) : 6 ; 2. 94 (2H, t , J = 4. 7H 
z) , 4. 22 ( 2 H, t, J = 4. 7Hz) , 4. 54 ( 2 H, d, J = 
6. 0 H z ) , 6 . 9-7. 4 ( 7 H , m) , 7. 6-7. 8 ( 2 H , m) , 
8. 18 (1H, d, J = 2. 4Hz), 8. 50 (1H, d, J = 4. 1 
Hz), 9 . 71 ( 1 H , s ) 

2 0 8 

3-7^-5 - ( U i? > - 3 JV) t: U S> > ■ — (80mg) 
£t°U^> (0. 2 7ml) ©J^fb^l/ > (5 ml) 7)}/* \s 

>- 1 -*;i/^-;i/-^n u F (7 5mg) ©ttHb* V > (2ml) $g*fc 

>f;V2 5g, 3% ^^y-Jl/-Iib^f l/» tllU 9H-7MI/ 

>- i -^;v7jf>it [3, 3' ] tr^y £?;i/5 ->f k ( i o 3mg) 

ESI-mass ;m/z 3 8 6 (M + N a + ) 

1 H-NMR(DMSO-d6) : <5 ; 4 . 24 (2H, s) , 7. 3-7. 
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5 (2H, m) , 7. 5-7. 7 (2H, m) , 7. 83 (1H, d , J = 

6. 8Hz) , 7. 99 (1H, d, J=6. 5Hz), 8. 1-8. 2 (2 
H, m) , 8. 57 (1H, t, J = 3. 8Hz), 8. 66 (1H, dd, 
J = 4. 8Hz, 1. 5Hz), 8. 72 (1H, d, J = 2. 0Hz), 
8. 95 (1H, d, J = 2. 0Hz) , 9. 03 (1H, d, J = 2. 2 
Hz) , 1 0. 6 9 (1H, s) 

mmm 209 

9 R-yjv^-u>~ 1 —ti (5 - t *;i/sK— ;i/~t: 

>- 3 -J)V) -t^ K (0 . 37g) on-^;-;K15ml) 
C^^WV^7t-b (79mg) hi, S -VT^yZl/ ? U [5. 4. 
0] -rn> (8 0 1) £in;ts Z&m&Vl}* 1 20°Ct5^ 

SflfcU *T?&$£bJt£"C5£«U 9H-7MU>-l-3!3M>i [5 
- (4 -p<^;i/- 5 -^^-^rV- 4 , 5-ytPn-lH- [1, 2, 4] 

h ij7^;-;i/-3-^;v) -t:y 3 — r;H -7^ p (2 0 3mg) 

AP C I -ma s s ; 4 0 0 (m/z , [M + H] + ) 

NMR (DMSO — d 6 , d) ;3. 62 (3H, s), 4. 23 (2H, 

s), 7. 36-7. 44 (2H,m), 7. 55-7. 66 (2H,m), 

7. 82 (1H, d, J = 7. 0Hz), 8. 00 (1H, d, J = 6 . 3 
Hz), 8. 17 (1H, d, J = 7. 0Hz), 8. 61 (1H, d, J 
= 2. 1Hz), 8. 70 (1H, d, J=l. 9Hz), 9. 13 (1H, 
d, J = 2. 4Hz), 10. 79 (1H, s), 14. 03 (1H, br 
s) 

mmm 210 
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9H-7M1/V- 1 -ts)]y^>m. C 5 - (4 5 -^^V- 

4, 5-^hFD-lH- [1, 2, 4] h U TV/— ;i>- 3 ->f -t!U 
y > - 3 - >f -T^F ( 1 2 0 m g ) <DWWi (5ml) *«tfc3£fllK^- 
h'J^A (8 3mg) ©zK (0 . 4ml) ©SflE&iDiU ^©M^S 1 0 

b^t*|glU, 9H-7Ml/>-l-*M>t[5- (4-^^- 

4H- [1, 2, 4] h u 7^;-;v- 3 ->f -h° U 3 ->r;p] - 
7U' (11 2 nig) £f#fc 0 

AP C I -ma s s ; 3 6 8 (m/z , [M + H] + ) 
NMR (DMSO-d 6 , d) ; 3. 88 (3H, s) , 4. 24 (2H, 
s) , 7 . 36-7. 4 4 ( 2 H, m) , 7. 57-7. 66 ( 2 H, m) , 
7. 82 ( 1 H , d, J = 7 . 1 H z ) , 8. 00 ( 1 H , d , J = 6 . 3 
Hz), 8. 17 (1H, d, J = 7. 1Hz) , 8. 71 (1H, d, J 
= 2. 2Hz), 8. 76 ( 1 H, d, J = 1 . 9Hz), 8. 95 (1H, 
s), 9. 16 (1H, d, J = 2 . 3Hz), 10. 83 (1H, s) 

mMM 2 11 

3 2-h'J yjv^-u^^-jv- l H--r > H— 7 
^(60mg), 6 - ( 2 1: >; s; > - 3 - >r ;v^-^ri/) tf u ^ > 

- 3 --T;i/T^ > ( 5 Omg) . 1 - [ 3 - J ) 7°n ;v] 

- 3 -:n*-;i/*;i/5}?$M =• h* • Jfi^Jfi (6 6mg) CD^fb^l/> (3ml) 
»»t:4-y^^7 5>' (1 5mg) ^MM-ein^-fco ISt4 

Ltl?l§^ p<^y-;vr^#bs 3-^fjv-2-h'j7MD^f;v 

- 1 H--T > F— 7 -5b;«>j^ [6 - (2 -p<^;v-t:u^>- 3 - 
^;v^-^r->) -lfUS?>-3->f;i/] K (4 3mg) &»fc 0 
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APCI— mass; 427 ( m/ z , [M + H] + ) 
NMR(DMSO-d 65 d) ; 2. 32 (3H, s) , 2. 43 (3H, 
d, J = 2. 0Hz) , 7. 17 (1H, d , J = 8. 8Hz) 3 7. 23 
-7. 40 (2H,m), 7. 51 ( 1 H , d, J = 8 . 1 H z ) , 7. 8 
5-8. 05 ( 2 H, m) , 8. 23-8. 40 (2 H, m) , 8. 48 (1 
H, d, J = 2 . 5Hz), 10. 58 ( 1 H, s) , 11. 46 ( 1 H, 
s) 
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1. -jRS; (I) : 

R 1 -A-X-NHCO-Y-R 2 

-(CH 2 )t-(0) m - 



R 3 R 4 R 5 

\/ I 

-(C)p-N- (CO)n- 
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;i/ ; 

tf U ; 

1 TiS 3 i©fii7;^JH^f t § U >?;i/ ; 

1 7hm3m(D{&m.7 j^^ys&tt§ tf u ; 

iM3i©/\n^r>^j;uyxtth'j/\D (fg^) 7;WI/X£^Tr § tf 

U ; 

1 JS53lOfii7W75 ;S^tt§7i-JH ; 

1 71;S3fli©fg^T;i/*y-l';i/T5 ;i^tt57xnJH ; 

1 Tb^3m(Dm&T )V*)l7s)V^-)VT ^ /S^t§7x-JH ; 

1 7^S3lH©/\D^r>^Wt"§^3i-;i/* ; 

l 7^S3|@©{SiS:T^n^v»^#-r§^xn;i/^ ; 

tiff ixu2 m& &z$^mm^ 1 3 m&^&^fmmmmmm&m 

t§7x-;i/S ; 
rt^rV # > ; 
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1 7b S 3 m <D ^3r* y J; /X T )V^r)V^ £ ft § h U 7 v* u ;p 

J 

tf U 5 ^- ;i/ ; 
tf^>?n;i/ ; 

-f y ^ y u — ;i/ ; 

1 73r25 3fflOAny>&^r*r S^>vW 5^V*U;i' ; 
1 75S3|0CD|£^T;i/+;!/X&#1-§--r > F U;W ; 

1 7?;M3flI©{£,f&7;WVX£WT£'l' > F U;W : 

1 ^53fi©/\a^>^ff§7xzM ; 

1 3 iOfii7J^JVS§tt § 7 x-M ; 
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1 751§3fli© HJ AD mm) 7WI&ft§7x^M; 
1 7^S3|0©vTy*^WT§^a:-;^ ; 

5 1 X-JH^ff§7x-JH ; 
hf U ; 

; 

2, 3-ytFD^>7 [b] rt^-fctf-;!/ ; 

lM3i(DAn^>$ft§2, 3-^tFn^>7 [b] sf-^irtf— ;p 

1 7i5 3 i©fii7M >7;^x;H^f f§ 2 , 3 -yt Hn-^>7 
[b] ; 

1 75S3lHcDfiMT;i/n^>-«^Wr-5 2, 3-ykFn-^>7 [b] ^* 

^VSSft5 2, 3-ytFD-^>7 [b] ^xfc!n;i/ ; 
8, 9-yhHD-^>7y7nA7^>; 
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-f y H u ;v ; 

A3&*a£ : 
-CCH2) t -(0) m - 



R R 4 R 5 

\/ I 
-COp-N- (CO)n- 



tttO, lX(i2, 

1 M3i©fil7MJVX;i/toV75 7S$ttS7x^l/>S ; 

3 
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1 7}S3f@(ZV\n^r>£;j|-T3 fcfU ^l/> ; 
175S3iOh'J'An (<£jft) 7JWSSfnt!'J^I/>; 

1 -7°D^"l/> ; 

**f-V> ; 
x^l/> ; 

-n%z>mim. i ^wh«©^^ 0 

3. — jRSC (I) : 

R 1 - A-X-N HCO-Y-R 2 



R R R 5 

\/ I 
-(C)p-N- (CO) n 
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4. — JftsS; (I) : 

R 1 -A-X-N HCO-Y-R 2 

5 . r 1 at 4 , 5 - *j ({Sf7;i/+;w -Y $ ^ V u 

6. — flgpS; (I) : 

R 1 - A-X-N HCO-Y-R 2 

r 1 u i Tbm3m<D&ffltT)i>*)vm%mTz>mmm? 1 75S4fli£ 

7. r 1 &4, 5-^ «giRr;p^;i/) -rs^/u;^ 

8 . — jR5£ : 
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R 1 -A-X-NH 2 

HOOC-Y-R 2 

: 

R 1 -A-X-N HCO-Y-R 2 
-CCH 2 )t-(0) m - 

x« 

R 3 R 4 R 5 

\/ I 
-(C)p-N- (CO)n- 
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tteO, 1X^2, 

^SiMiiS2tfl > 

9 . — ttsS: : 

R 1 -C-S-R 6 
II 

N H 

H 2 N-X~N HCO-Y-R 2 

R 1 -C-N H-X-N HCO-R 2 
II 

N H 

^T/x-jl/S, XSill^tbT^TfeiV^X^Jl/S, 
R 6 ttfii7J^MTS§) . 
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1 0 . — j&ss; : 
HzN - R 1 

R 6 -S - C -X-N HCO-Y-R 2 
II 

NH 

R 1 -NH-C-X-NHCO-R 2 
II 

NH 

R 6 Ktt7J^JViT^5) o 
1 1 . — ^ : 
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R 1 -NH 2 

$ ft § -r t-armx tt-e , 

H- C-X-N HCO-Y-R 2 
II 

O 

R 1 -NH-CH 2 -X-NHCO-Y-R 2 

T^$ft^{b^Xf«©^^^^t-§^ 

^g*MII»l2«S, 

YfctafrS\ fit t;^ 1/ >sxtifit7;^^ ^ >iT$ . 

1 3. Sf^l fclBttO^^^BMItbTW^^ftSfifrX^K^i: 
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14. m^miizmm<Dik^m(DmM£isT<Dmjgio 

1 6 . 1 (3fB«<7Mbl§r#/<Z) 5 - H T 2 c #sin.M tlT©Mo 

-HTliTfe|(Dfe|JS. 
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2. Q Claims Nos.: 
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I | Claims Nos.: 

because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a). 
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and, as a result, a decision of opposition was made to the effect that the order is 
groundless. 
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of any additional fee. 

3. Q A s only some of the required additional search fees were timely paid by the applicant, this international search report covers 

only those claims for which fees were paid, specifically claims Nos.: 



4. Q No required additional search fees were timely paid by the applicant. Consequently, this international 
search report is restricted to the invention first mentioned in the claims; it is covered by claims Nos.: 
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However, as a result of a search through prior art documents, the subject matter 
of claim 1 was found to involve many known compounds which deny novelty. Because of 
this, the common technical feature, i.e., "a compound represented by the general formula 
(I)," is not considered to be a technical feature which enables the subject matter 
of each claim to contribute to the prior art, and cannot be a special technical feature 
in the sense of the second sentence of Rule 13.2 of the Regulations under the PCT. 

Consequently, the subject matter of claim 1 has no technical relationship 
involving one or more identical or corresponding special technical features and is 
hence not considered to be so linked as to form a single general inventive concept. 
Therefore, this application does not comply with the requirement of unity of invention. 
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